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0\^+M; Fn-l-7-tf tT^JU)* >U:j?— >w3£, (4-7 f-JU-l-t:^ 
7y-iV)*)^*-)V|, ^fV7y^^yI, 75 7*^**^.^7 5 71, 7 
jv*7>f;p|, -77 7S, HJ7Wn7 f^yl, h 'J 7 )V$ v 7 f-)Uf-^^ 
, h 'J 7;i'tn7f^7,;i'7'f -;v^Xfi b '7 7JU^n^f-jU7.;v*-;u^-c^e 
7, vXli h'J-S^^tlTv^T^ «t < , 
[0 0 0 5 ] 

R 1 (i7i-^S> H7f)Vl, 2~:h7f-^S, :W-^ > K _ 1-^ 
H, Is? 07 ^2;, 7x-JP7)l' J fJl'I, 7^^-^S, 7^3^-/1, 7 



(39) 003-5 19222 

, 7^* )VT 5 7 1> T-fef/l'T^i, ^tren-^T^yS, ;VXJ1/* 
757* Jl^, T # 7 WJl'JU -77;|, T" h 9 ^31* 7xr.Jl/| 

tn7f;i/f-^I; h 'J 7;v:t n 7 •f- ;v ^ )V y j — >u3gxti h 'J 7Mn^ 
^^t>-^S-C*7, ' VZIi h y flKfe5*lTv»T'b J: < , 

at^JlO'^o— ^r-ii**S^t?i|)»j, ^-Jli757S, ti,4']ifk^iji;- 

[0 0 0 6 ] 
[ft4 7] 




(II) 



[ 0 0 0 7 ] 

Zfi * ;i/ t}? jp£ x ti ;w * ~ ;w3|-c & *k 

R'tiT'^ a ^r^3£, 7571, 7^*^75 71X^-77^*^75 71, 1-7 
-^75 71, ^>7*W7 7-^1, 1.2,4-h ij ^ ^^Xfi 1 "-^ 

> K U jvS, 4-7 * 9 — ^IXIi 4-7 'J-^T^* jv-i-tf ^ 7 *j 

ffl fi:^^T757l, 7x^^S, f'Jy^JVl, 7i7*vi, 7x-^7 
5 71, 7x^)M h*y*Jl'#-Jl'75 71X^7^*^7x^.^75 7l 
, '77^*^7571, t; »J ->'^-;i/l, y'7f ^757$, 4-^ 



(40) #H2 0 0 3-5 1 9 222 

+ Kn-lH-l,4-v'7^f kf >-W;i/^, 4-7;i^ 

^7^ 7 7J^Jl'H-k^r>^]l'| > 1-7 ^^^V- 4 "^^ 1 ; v-^Xtik: 
f- ;i/-l-t: ^ 9 v - , N-CQ . 3 -7 )V * ;v)-N-d'-C l . 3 -7 ^-[1.4*] t? t: 



±fe 7 ji^ /u&x li r ;v *r - ^SX fi ±!E3£ K £ $ H2> 7 ;v * /u3fc (i > 
li:: tfc>£>&v>l?g^ MSfJin^-^^U 5M$itXfitfit-e&o-C4><}: < 

[0 0 0 8] 

^^^i^^-ff^1-^M*#^^ov7^TV*^-^x^i^<75^^^ 

& o 

R^yX(iv^^ffl5~7^7^f\ ->*7-9\ h 'J 7^fX{if-7v7^f 

Ki 1 L * ;u # - A/Jfe IX ti 2f@ * # L > 



(41) 



#312 003-519222 



[0 0 0 9 ] 



(7) 



* e 7 v* >j ^ , x ^ > v\ \d k x (i v r ->* y 



7-bf JV7 5 7S, 7-trf-Jl^ v7ylXli f 'J 7 Jl^tn^ h^->St^y, 

vXti h VW&ZtiX^Xi* X < , 

^^7x^.^1, 1 -:f-7'f-;i^Xli 2 -t-'7^)i^-c& 19 > 

if JV7< [1,4'] tf t:^ 'J -4 ^XfiTfE; 

[0010] 
[ft4 8] 



(II) 



(42) #^2 0 0 3-5 1 9 2 2 2 

[0 0 11] 

l^jiT^n^yl, 75/1, 7 /Mr* 7 5 y &Xfi^7***7 5 7 & 
■^;i/-4-t:^ l J yxji/l, 4-^ f ji/-l-t^7yr.)i/|Xlil-^ 'J v-Ji^-eg 
Jfc$tiTv>T& <fcv>lXfi4-t;^<J v-*&> l-y f-;v-4-k°^'J v-***^ 
, lf'Jy-JV7^l, ^yy[b]7 7-*l, 1,2,4- >ij 7 V- JV~W *3tX 



ffl tl^^T7?/S, 7x^*1, tf'Jv-^S, 7x7^y| ( 7i-^7 
= 71, 7x-)M F^y^jl/#r.)V7? yIXIiNf-)V7x-)V757|, 
yyfJV75 7|, 7^-/1^ e'Jy^J^ y pt ?- *7 3 ^ 4-*;v*'J 

-*2£* 4-^f-^^-g-t: KD-lH-l,4--77^f 4-> f-;v-l-tf^ 

yy'ijVl, 4-(y f jWt ^ 7 y - JVl> 4-(->'> f- ;U7 = / 7 )V 

* ;i/)-l-t: ^r/- jv^, 1-y f- JV-4-k: ^ 'J v - ^SXIil-t: ^ 'J v - JPjsT 
$ tiT v> T <b J: v> 1-e ^ 'J v - /v^X It 1- t: ^ 7 v - ^ f" 

^7>~;i^ N-yf)i/-N-(i'-yfHi,4']tft'^'j fl07 3 

t T « & £ v> T 7 5 / 1 > tert-7- > * ~> * } v # ; - * 7 ? 7 SX ii {« B- 4 

ti-p, ±?E7/i'*A'2fcXH±lE*fc*$ *i£7***&li^ iCitfct,^^ 
RftiJ, ftX M^-l~4fi^^t> MfllXfittlt'C&oTk J: < , ±!£t?#«X 

[0012] 



(43) 



003-5 19222 



I ^- ic KSS L * & ** - * L ^ 



coi^f <7)io<7)^- v? <i y~ S.^^-H^y-^ ym.xii*; u ^ 



Xli 



fix IK, *t£#« 



R'fflUt^otU^? JURIST ^ 

2^X0^ ^HC^-efc 19 , & 0 -Tj^T 5 7 

,4']et 0 ^ 'J =. )\>-V-4 ;vXfiTfE: 

[0 0 1 3 ] 

lit 4 9 ) 



(ID 



[0014] 



(44) 



#112 0 0 3-5 1 9 222 



^>v*M7 7 >-M ;v£> 1.2,4- h y rv- ;v-M ;vgXtflM f P- 



>i. . . . ii 



_^ ^ ^-4-e/< 'J - ;vSXi*i-<^ 'J - /wS-cUft * Jvrn t <> * v>i-t*^ 

ij v-;vSXtil-tf^7V^-^ 4^f-)v-l-t^7yxi^ N-pt f- ;v-N-d' 
-^f;V-[l,4']tft^'J v - JW-M ^) 7 5 7 * X «4-a-tf * 'J v 

v-;vl-effi&Stu Xli 

[0 0 15] 

fftCi^TT^S, Xtt 

aftKisnTTsy^ 7x^j^lX{i7x-jvy ^v#;t^-jv7*yS-c 

BttWi/'tT?^!, tert-7 , hdr->*;v^^7?ylXfiWtl 
,4']evi^'J V-)\>-V-4 ;v>7-bf-^>7 5 y >^TfiJfe? tltv>& 

StX fit? i~ 7/ i * £ tr fr&ilX illi7«'*Ji'S'e*4o ) 

W:^rn£#8£&li, MH, 7?II?, fcsgJg* Xli£f ->7ylXli 
t FD^vIX^y, vXfi b 'J t^?tlTV>T4) <£v> 

[0 0 16] 



(45) 13*12 0 0 3-5 1 9 22 2 

-2H-2-* ^ y ^ 5 ^ y _ 2,4— y Kn-5- 7 ^ - ;l/ _3(3H)-^- * y- 
1,2,4-h ij 7v'-jv-2-^ l f 3-i /t K n-2(2H)-^- ^ y y = ^*y[4,5-c]^ 

J x ) 1,3,4,5-f- js 7t y-l.^-^^y^T-tf tf V-3->f 

1,3— yt Kn-5-y ^;l/-2,4C2H,5H)— y^j-^y ^ 5 ^y [4,5-c]^ y ij y-3 
-4 5.7— i /t y-1,3— y^yy-yT^f e >-5-y /l/lfeX-ttl.3— ? 

,4']et°^'J y-;i/-l'-^ ;vXliTIE^ 
[0017] 
[it 5 0 ] 




(ID 



[0018] 

2{i*;w^-;w^X{i^^*-^^-e*> 19, 

b] -7 5 >-2-y 1,2,4- h y 7- y- ;v-i-^ jvgxtil'W > K- ;w-2->f 



(46) 0 0 3-5 1 9 22 2 

flX \f> X & «fc V> 7 x - )V&X\t 

& 4-(>f-;i/;ui/*xji/)-l-i^7vx.;i/^ 4-(3-->Vf ivr^^nk^v)- 
1-^^7 7-^ 1-;* f-/l/-4-fcf"« 'J vxjV&Xli 1 -^ 'J v-JI'S"?! 

Cl-e^ 'J v - ;v * f - ^ 'J v ~ /P&T?ftft S X It 

[0 0 19] 

t&StU ff tt:i3^"C7?yl, tert-7*^->#;i^- ;v7? yXx^;i:tf{[ 1 
"C$> -i> o ) 

iit, ±|E7^^;wlXf±±!B^^^-f ti&7)i<*)\<&lt, tcitb^tcw 

[0 0 2 0 ] 

(1) (R,S)-4-(4-7 5 ;-3,5-77n^7 £ -f)-2-[a,l-y7ffl'if J fy** 
#x.jl/)>^jl/7 5y]-l-{4-[2C2H)-^-i!r7-1.3, 4,5-f- h^t Kn-l,3-^>y* 
v 7 -if h° >-3->f ;i/]-l-t:^ 'J -^-^KU^T*? y -Jt > 

(2) (R, S)-4-C4-r =;-3,5-770t 7l x ;v)-2-{{{ [1, 4' i; - 

->f ;u)7-t^JV>^f-^7 5 y}-l-{4-[2(2H)-^-dfv-l,3,4,5-r f 7 K KD-1,3 



(47) #^2 003-5 19222 

y VV T-tf t° > -3->f ]-l-bf ^ 'J v =. ;w }-i, 4-y ^ > -y ^ > 

C3) CR,S)-2-[Cr-t^-^)^ f JV7 5 y]-4-C4-r* y-3,5->7nt7x;^)-l 
-{4-[2C2H)-^- 3,4,5-7- h7t K n -1,3-^ y y-y y ^ \/ y -3-^ ;y]-l-t: 

^ U ~y — )V 4-7* ^ > ^- > 

(4) CR,S)-4-C4-T5 y-3,5— >^n^7^-;v)-l-{4-[l,4-v?t: Kn-2(2H)-^- 

* V'J >--3-^f ;v]-l-tf^ 'J y*^;v}-2-[(l,l-y'^f ;vx h 
jl,)7 = ;]-l ( 4-7^>y^> 

C5) (R,S)-4-C4- T ^ y -3, 5->' 7n 1 7 x ^. JV)-l-{4-[l,4- y ' t Kn-2(2H)-^- 
4r V 3f V* > -3->f ;v]-l-b: ^ 'J v )U}-2-{ LA-Q-y y f y 4r V 7* 

[0 0 2 1 ] 

C6) (R, S)-2- T ^ y -4-C4-7- ^-3,5->7nt7x-)V )-l-{4- [1 , 4~y cKn- 
2(2H)-^- *y*rj- y* i; y-3-^ ;v]-l-t: ^ i; ;p}-l,4-y ^ y -y # y 

(7) CR, S)^-C4- T * y .-3 , 5-y 7'nt7x-* )-l-{4- [1 , 4--y t p n -2 C2H)-^ 
^V+tV'J y-3--f ;i/]-l-t"^>J ->'-;v}-2-{{{l'-y ^-;w-[l,4']tf tr^y -y- 
;y-4-^ ;^}# .Jl^T = y }_i,4-y$r y y 

(8) CR, S)-4-C4- T = j -3, 5-y 7*nt7xx ;p)-l-{4-[l,4--y t: j? n-2C2H)-^ 
^V+t'/'J >-3->f }\> ] -1- 1: ^ >; -y^;u}-2-{[C4-y f-;u-l-e^7^-;V')T-tr 

fyi^r^ y }-i,4-y* ^yiv 

C9) CR,S)^»-C4-T ^ y -3,5-7 7"n?7x; ;v)-l-{4-[5-y ^-2,4— y* * y- 
2,3,4,5--^ j. y t j^n-lH-^ = ^y*[4,5-c]^y jj y-3-.f >?■=.;!✓}- 
2-{[(4-y f-;ix-l-t:^y->'-;l')T-b'f-^]T 5 J }-l,4-y^ y-y^t y 
(10) CR, S)^l-C4-T 5 7 -3, 5-y 7*n ^ 7 x - )V)-l-{4-[5, 7->' t Fn _6C6H)-^ 

* V ->* ^ > V* Cd , f] [1 , 3] -y T-tf tT y-5-^f ;v] -1- tV'Jy- A> }-2-{ [ C4y <f- } v -1- 
tT^9y/^.;p)T-b^-;v]T 3 y }-l,4-y*^ y sjf y 

Cll) CR , S)^l-C4- T 5 7-3,5-y7a^7x^ )-l-{4- [1 , 3— y pn-2 C2H)-^ 

* V-4-7 ^ — JV-W ^ ^V'J 'J -7jr. ;v}-2-{[C4-y y -y 

^jp)T-tf-;w]r ^ y }-i,4-y^ y -y^- y 

[0 0 2 2 ] 



(48) &SI2 0 0 3-5 1 9 22 2 

(12) (R, S)-4-(4-7 3 y -3, 5-y 7n ^ 7 x - ^)-l-{4-[l, 3-y t Fn _2(2H)-* 
*7*f 5 ^*/[4,5-c]^y ij y-3-^f ;i/]-l-tf/^iJ ->'x;v}-2-{[(4-> f-;v-l-tf/^ 
7y^)TtfJ^7U }-l,4- 7 ^ y 

(13) CR, S)^-(4- 7 5y-3,5-->VDt7x- ;V)-l-{4-[l,4~y t K D -5(5H)-^ 
* 7-3-7xiJV [1,2,4] |s ij 7y'-jU-l-^ ;v]-l-t;^ 'J v - ;i/}-2-{[(4-y fyu 
-l-k°^yy'- jl,)7-t:fyi/]7 5 yM,4-7"^ y->^ y 

(14) (R, S)^-(4- 7 ^ y-3,5-y-7n*7x^jv)-H4-[7-^ h ^_ 2 (2H)-* 3- 

(15) (R,SM-(4- 7 5 ;-3,5-y'70t7x x;i^)-2-{[(4-y fyi.-1-k^ y v - 
;v)7-bf-;w]75 y }-l-{4-[2(2H)-#*y-l,3,4,5~r > y t v*v 

(16) (R,S)^l-(4-7 5 7 -3, 5-y' t*D 1 7 x ^;V)-H*-[2(2HH 1 7 "1,3-y t 
Kn ^ > X W ^ ^ V- — f jl/]-l-tf^ 'J y^. ;i/}-2-{[(4-^ f- ;v-l-tf ^ y -7 
~Jl/)7-tf-JV]7 5 y }-l,4-7^ y-y*> 

[0 0 2 3] 

(17) (R,SM-(4-7 ^ y -3, 5-y 7at7xz ;p)-2-[(l,l-y ^fjvxf^yA 
;l/^x;v)7 5 y ]-l-{4-[2(2H)-;*-^y -1,3,4, 5-7 y j? n-1,3-^ y y*y 7 

(18) (R,S)-2- 7 5 y-4-(4- 7 ^-3,5-y7n^ 7xiJV)-H4-[2(2HH^ y 
-1,3,4, 5-7 h y k Kn-l,3-^> Xv7-tf t' ;v]-l-fcf^'J v-^}-1.4- 

X? Wtf V 

(19) (R,S)-4-(4-7 = 7-3,5-y'7n^ 7 ^ - ;v)-2-{{{[l,4']-i£ k^ ij 

l'--f ;i/}7-tf-;W>7 5 J }-l-{4-[2(2H)-^-^y-l,3,4,5-7 Fn-1,3-^ 
^yyT-tftV-M ;i/]-l-e^ 'J v-;v}-l,4-X^ ^ 

(20) (R,S)^J-(4-7 ~ ;-3,5-y'7D€ 7x ~ ^ )-2-{{ [4-(4-y fywl-k^y 
r.;i/)-l-t?^'J ;v*^;v>7 3 y~ }-l-{4-[2(2H)-^y-l,3,4,5-7 f. 
7t K 0 -1, 3-^ y y* 7 -tf tf y -3-^ ;i, ] -1- 1" ^ ij ->* - ;w }-l , 4-y ? y -y ^ y 

(21) (R,S)-4-(4-7 = ;-3,5-y'7nt7 x^)P)-2-{{{[l,4'Ht^j 



(49) >%m2 0 0 3- 5 1 9 2 2 2 

l'--f ^}*;i/>K-Ji'}T5 y }-l-{4-[2C2H)-^-^v-l,3, 4,5-f- h9t Kn-1, 3- 

^ > 7y T -tf £ > -3-y ;p ]-l- tf ^ y -y ^ ;v }-l, 4-y ^ > ^ > 
[0 0 2 4 ] 

(22) (R, S)^l-(4- T ^-3,5-/70*7^^ )~2-{{ [4-C -y JVT? 7 )-l- 

tf/^ i; *J ~ frlr *.*f- )V\t 5 y }-l-{4-[2(2H)-^- ^ y-1,3,4,5-7 h^t Kn-1, 
3-^ y y >? r -if tf y -3-y ;v ]-l- t? ^ 'J v - )V }-l , 4-y ?y=j%y 
C23) (R,S)-4-(4- T ?y-3,5~;7n t7x - ;V )-2-{{[4-(4-y ^ /p-l-tT^ 9 V 
~;i/)-l-e^'J v^;v]T-feT % JW>T^ 7 }-l-{4-[2C2H)-^^ y -1,3,4, 5-7 9 
H Kn-1,M> y-yy-if tfy-3-^ ;i/]-l-ti^ij -y^ ;i/}-l,4-y^ >-y;fr> 
C24) (R,S)^-(4- T ^ /-3,5-yy n ^7i-;v)-2-{{[Cl-^f-;l/-4-tr^V^- 
;^^y]*;V#-jl,}7 5 y }-l-{4-[2(2H)-^-^v-l,3,4,5- T - j. 7 £ Kn-1, 3 

y y y r -tf tf y-3-y ;i/]-l-if ^ V v - ;v}-l,4-y $r y -y * > 

C25) (R, S)-2-( T ^rf- ;vr 5 y )-4-(4- T ^-3,5->'m7i- ;v)-l-{4-[2( 
2H)-^- 3? y -1, 3 , 4, 5-7 ], 7 t Kn-1, 3-^? y y-y y -*f b? y -3-^f ;i/ ]-l- 1? ^ijy 
- ;p }-l, 4-7' y -y ^ y 

(26) (R,S)^-(4- T ^ y-3 > S->^nn7xiJV)-2-{{{[l,4']-if^'J *J-fr- 
I'-j J^T-bf ;i/>7 5 7 H-{4-[2(2H)-^ ^ v-l,3,4,5- T hyt Kn-1, 3-^ 
^V-yr-if tT y-3->f ;i/]-l-tf^ ij -y^;v}-l,4-y^ y-y* y 

[0 0 2 5] 

(27) (R, S)-4-(4-t 5 y -3, 5— y ^ n n y i ;V )-2-{{ [4-(4- y ^ ;v-l-t;^ 7 -y 

^;y)-i-f^i; -y-;w]r-fef-)v}r 5 y }-i-{4-[2(2H)-^^ v -1,3,4, 5-7 j. 5 

k Kn-l,3^>y->' T-if t: >-3-y ;w]-l-e^ u v — ;v}-l,4-y^ y -y^- y 

(28) (R,S)-^l-(4- T ~ y-3,5->'7n t7x x f )-2-{tl ) 4'HkVij -y~)U-l' 
)P}-l-{4-[2(2H)-^-^v -1,3,4, 5-7 Kn-l,3-^y y-.y7-.tf ^>_3-y 

jv]-l-e ^ «J ^;p}-l,4-y^ y -y^- y 

(29) (R,S)^-(4- T ^ y-3,5-y'7n^ 7 ^ ^;p)-2-{{{2-{[l,4 , ]-fk^ij -y- 
;i/-l'->f jW^^.;^}y = y }-l-{4-[2(2H)-^ ^ y-1,3,4,5-7 j. 7 
Kn-l,3-^>y-y7-^f t: y-3-y ;v]-l-k°^< t; ->-^ ; v}-l,4-y^ y-y;t y 

(30) (R,S)^-(4- T = y -3,5-y 70 * 7 x ;^)-2-{{{[l,4*]-i/ t ^ ij y - )U- 



(50) ^200 3-5 1 9 22 2 

l'->f )V}-7-bf-;W>7 5 y >-2->^;i'-l-{4-[2(2H)-^^v-1.3.4 > 5-r b 9 £ K 
n -1 , 3-^ y y* -y 7 -tr e > -3->f ;v ]-l- 1° ^ 'J v - )V M . 4-y* ? # > 

(31) (R, S)-4-(4-7 5;-3,5-->Vnt7x^ )-l-{4- [2 (2H)-* * y -1 , 3 , 4 , 5- 
fh7t Kn-l,3-^> y*v7-tr \l >-3->f jl/l-l-fc:^ 'J v~;i/}-2-(y x y * v 
7-bf-^T 5 y )-l,4-y^ y v*^- y 

[0 0 2 6] 

(32) (R, S)^l-(4-7 5 y -3, 5-y y'n * 7 x - )W)-2-(4-^ DD7x7^7W 

(33) (R,S)^l-(4-7 = y-3,5-77*nt7xi]V)-2-(4-t KD^->7x;^->7 
tf^7 5 y)-l-{4-[2(2H)-^^y-l,3,4,5-r b7 t Kn-l,3-^y >/y7€ H° 
y-3-^f >J y^*}-l,4-/^ y-y^- y 

(34) (R , S)^l-(4-7 57-3,5-y7nt7x-Jl/H-(4-7nt7x7Jfy7-t:f 
)V75 y )-l-{4-[2(2H)-;j- * y-1,3, 4,5-7 byfc Fn-l,3-^y y*v7-gtf y-3 
->f )l/]-l-t: ^ 'J v - ;u}-l,4-7 ? y -y * y 

(35) (R,S)^l-(4-7 = y-3,5-y'7nt7x - ;V )-2-(4-y 7 y 7x;^->7W 
5 y )-l-{4-[2(2H)-^-^y-l,3,4,5-7 b 7 t: F n -1, 3-^ y y* -y 7 -tf E° y -3 

(36) (R, S)^-(4- 7 5 7-3,5-y7*nt7x;jP )-2-(^ y y [b] 77/ -2-# ;v # 
-;i/7^ y )-l-{4-[2(2H)-^-^y -1,3,4, 5-7 j. 7 Kn-l,3-^y y*v7^f^y 
-3-^ )l/]-l-tf^ <J -y ^.)P}-l,4-7^ y -y^ y 

[0 0 2 7 ] 

(37) (R,S)^-(4- 7 ^ 7 -3,5-y'7n 1 7 x ^)VH-(1,2,4- f ij 7 y_ ^-1-* 
;v#- ;V7 5 y )-l-{4-[2(2H)-^- ^y-1,3,4,5-7 b 7 t Ko-l,3-^y v*v7t* 

t: ^-M ;i/]-l-e^ ') v- ;i/}-l,4-y^ y -y*# y 

(38) (R , S)^K4- 7 = ;-3,5-y'7nt7x^ )-2-(lH-^ y p - )U-2-# )V # ^ 
)1^7 ^ y )-l-{4-[2(2H)-^-^y-l,3,4,5-7 h 7 k KO-l,3-^y y*v7-t£ \l y-3 

;i/]-l-tf^ ') -7^.;w}-l,4-7^ y-y^- y 

(39) (R,S)^-(4-7? ;-3,5-y7nt7x^)P)-2-(7xi^7? 7 7tf)l/- 



(51) 003-5 19222 

T ^ 7 )-l-{4-[2(2H)-^ y-1,3,4,5-^- J. ^ ^ Kn-l,3-^>V*y 7-lf t'>"3- 
;i/ ]-l-tf ^ \) -J =u )\, }-l, 4—f ?y-j%y 

(40) (R,S)^-(4- T ^ y -3,5-y' ^ 7 x ^ JI/H-[(N-^ f ;i/7 x 7 5 ^ ) 
T -fc JV T 5 7 ]-l-{4-[2C2H)-^- * V -1, 3,4,5-t- > 9 t Kn -1,3-^ > yy 7; -if 
t: >-3-^f ;p]-l-t:^ )j - ;i« >-l , 4— 7- ^ >■ y^- > 

(41) (R, S)-4-C4- T 5^-3,5-^*7*-^ )-2-[CN-> ^ ;l/-4-^ n o7x; 
;V7 5 7)7-tf;V7 5 7 ]-l-{4-[2(2H)-^- ^v-l,3 ( 4,5-f h 7 t K n -1, 3-^ 

^'/yr-S^'z-H ;v]-l-t c ^ >; v^;w}-l,4-7-^ y^ y 
[ 0 0 2 8 ] 

(42) (R,S)-4-(4- T 5 j _3,5-^^n * -7 * -;v)-2-{{[4-(l-pt ;V-4-f^ ij v 

^;i/)-i-tf^9v-;w3T-b^-;w}T5 y }-i-{4-[2(2H)-^ y-1,3,4,5-7- j. ^ 

t K n-1, 3-^ > »/y T-tr t2° > -3->f ;p ^ ij ->* - ;w }-l,4-y ?y>*s#y 

(43) (R,S)-4-(4- T 5 y -3, 5-y / n t 7 x - ;P )-2-(2-tf >J ->* ;W T -fe /U-7 
= 7 )-l-{4-[2(2H)-^-^y -1,3,4, 5-7- ]> 7 t K n-1, 3-^ y y*y 7 ft' 7-3-^ 
;v]-l-k° ^ 'J ->'^.jlx}-l,4-7'^ y -jx y 

(44) (R, S)^l-(4-7- 5 j -3 , 5— >* 70^7^^ )-2-(2-t° 'Jy^*75 7* ;V ** 
-^7 5 7 )-l-{4-C2(2H)-^-^ v-1,3,4,5-7- )< 7 t y VvT-if 12° > 
-3->f ;i^]-l-t:^V) y-j^y 

(45) (R, S)^-(4- T = ;-3,5-77n*7x-;V )-2-{{ [4-(4-* ,p * ij - }]/ )-l- 
feT^U ->'^;v]T-fe^;v}T 5 7 }-l-{4- [2 (2H)-^- -1,3,4,5-7- h?t Fn-1, 
3-^>y*->'r-tf fcT >-3->T ;u]-l-k°^ 'J >^ jl/}-l,4-^^ > # > 

(46) (R, S)^-(4- T 5y-3,5-/70t7*-f )-2-{{ [4-(4-t: -7 - >v )-l- t ° 
^7V- JP]T-trf-;p}T5 7}-l-{4-C2(2H)-^-^y-l,3,4,5- T - f^t Ko-1,3- 
^ > V*->' T -if t° > -3-^f ;w ]-l- tf ^ 'J ~J ~ )V }-i, 4-7- ^ > y i§- > 

[0 0 2 9] 

(47) (R,S)-4-(4- T 5 y -3, 5-7 7n € 7 * - ^)-2-{{{^[4-(l-^ f jvxf jp)- 
l-tr^9^-^]-l-e^«J ->'-;P}T-lr^;v}T^ 7 }-l-{4-[2(2H)-^- ^ y-1,3,4 
.5-r h 7 12 K n -1, 3-^ 7 7-7 7 -if t: 7-H ;i/]-l-tf^:<j ~J =. )is}-l,4-7? > 

y 



(52) f$3t2 0 0 3-5 1 9 222 

(48) CR,S)-4-(4-7 5 y-3,5-v"/n* 7x-JV)-2-{{[4-(/s^^t 
^-1H-1. 4-^745^ y-M ;v)-l-t?^ 'J v-^T-fc^T 5 7 }-l-{4-[2(2H) 
-t^V -1.3, 4, 5-f- Kn-1,3-A;y y-77-tfk: >-3->f JV]-l~Vf ^ 'J S J-* 

(49) (R,S)^l-(4-7 = y -3,5-v ^n^7 x rjV)-2-{{{4-[4-(y. 7 - >v 
)-l-e^y i/^;i/]-l-t:^>J v-;V>7-tf-^>7 ^ 7 }-l-{4-[2(2KH- ^rV-1,3 
,4,5-7 h yk: Kn-l,3-^^v~>'74fe^-3->f ;v]-l-k:^') v^;v}-l,4-7'^ 

7 , Dk')V)-H^7y^^]- 1 -kVij v^-;i/}7-lrf-^>T5 7 }-l-{4-[2(2H)-* 
% 7-1,3, 4, 5-7 Kn-l,3-^y y-774:k: >-3->f y >?-;i/}-l 

[0 0 3 0 ] 

(51) (R,s)-4-(4-7 5 y-3,5-77n^7i^;v)-2-C(l-^-^v-3-7i-;v7 B n 

tf;V/)7 5 /]-l-{4-[2(2H)-#*y-l,3,4,5-f FD-l,3-^y 7*v7-f? tf 

y-3~7 ;i/]-l-tf^ ij v - ;v}-l,4-7^ y 

(52) (R,S)^K4-7 5 y-3,5->'7n^7x^;v)-2-{{3-{[l,4']-lft:^y-7- 
;p-l'-^ A/M-* * 7 7n tf ;i/>7 5 7 }-l-{4-[2(2H)-^- * y -1,3, 4,5-7 h y 
Kn-l,3-/scy y>?74f if >-3->f ;v]-l-k?^: >J v -;v}-1.4-7* y y 

(53) (R,S)4-(4-7 5 ; -3, 5-yVo 1 7 x ^ JP)-2-{{{^ f JV^Hl'-^ f 
[1, 4' ] £ if ^ 'J -7 - ;v}757}74rf-;b}757 }-l-{4- [2(2H)-# # y -1 
,3,4,5-7 h7t K0-l,3-^ty y*-774ft:>-3-^ 

(54) (R, S)-4-(4-7 5 7 -3 , 5--7 7 n 7 x - ;V )-2-{{ [4-(l-e ^ ij -7 -JV^f 
;v)-l-t:^ 'J -7r.;i/]7 4rf-^}7 5 7 }-l-{4-[2(2H)-*^y-l,3, 4,5-7 h?t 
Ko-l,3-^y y*-774f k: ^-3->f ;v]-l-if ^ 'J -7r.;i/}-l,4-7* y -7* y 

(55) (R,S)-4-(4-7 5 y-3,5-;rnt7x - ;v)-2-{{3-[4-(4-^ 7^-l-fc°^ 9 
-7 - ;v)-l-tf^ ij -7 - * 7 TO k; fl/>7 5 7 KM4-[2(2H)-* * 7-1. 3, 
4,5-7 f5t Kn-l,3-^> yv74f if >-3->f fl/]-l-fcf^'J -7 - ;v 1-1 > 4-7 ? y 



(53) ^2 00 3-5 1 9 22 2 

[0 0 3 1 ] 

C56) (R,S)-4— (4-7- = y-3,5-y-/nt7x^l/ )-2-[4-(4-y f- jh,-1-\> ^ y - 
> yM ;v T 5 7 ]-l-{4-[2C2H)-^- ^ y -1,3,4, 5-tf7kKn -1,3-^ y y 
y'T-irt: >-3->f ;p]-l-H°^ 'J >^;v}-l,4-y? y*j% y 

(57) CR , £M-C4- T 5/-3,5-yVDt7x^JV )-2- [4-C4- y ^ - ;v y. ^ ;v -l- ^ 
^<7v?-)V)^yyM 5 y ]-l-{4-[2C2H)-^ ^ y-1,3, 4,5-t- h 7t Kn-1,3 

> v*y 7-fe* t' v-H ij -J - )v}-l,4-y> ? y-y%y 

(58) 4-C4-T ~ y -3 , 5— y /nt7xijV )-2-{ [2-(l, 1— >' y ^ ;y a. }. ^ -> # ;v 

y }-l-{4-[2C2H)-^-^ v-1,3,4,5-7- f 9 t: Kn-1,3-^ y y-y T -tf k: >-3-^ ;v] 

-1-tf ^ 1; -y - ;v }-l, 4-7* ^ y -y ^- y 

(59) 4-C4- T 5;-3,5--77n?7x^jV )-2-{ [2- T ^ J -1-^- =Sr7-6-(7x^;V 
7 ^ y * ;V*^ ;V 7 5 7 )^^r y JVl 7 < 7 H-{^[2(2H)-^- ^ y -1. 3,4, 5-^ 
h 9 F n -1 , 3-/^ y 7* -7 7 -if k" y -3-^- ;v ]_i_ t /^,j ^-^^y^^-f^ y-j$ y 
C60) (R, S)^l-(4- T 5y-3,5-7/nt7x^ )-2-{{3-[4-Gy y f - ;p T ^ y )-l 

-\l y ->* - ;^]-l-^- ^v7n e ;v> T 5 J }-l-{4-[2C2H)-^- ^ y -l, 3 , 4, 5-^ f 

7tFn -1, 3-^ y y*-7 T'-tf l: > -3-^ ;v]-l-tf ^ 1; ~>* - ;w}-l,4-y y ?j % > 
[0 0 3 2 ] 

(61) 4-(4-y ~ 7-3,5-7 7 *D€7 x^jV)-2-{[2-{{{[l,4']]f -y- 

4 )V }-T -b -f- ;P > T ^ 7H-t + 7-6-(7x^;V> h^y*;Kf-JV75 7 )^^r 
y)V]7? y }-l-{4-[2(2H)-^-^ v -1,3,4, 5--^ y u -1, 3-^ y y -y T -tf t; 

y -3-^ ;v ]-l-e ^ y -y - }-l , 4-7- r/y*> 

(62) (R,S)-t-(4- T ^ y -3, 5-y y n ^ y j, ^ )V)-2-{{{2-[4-(4-y ^-1-^ 
7 ->'-;l^)-l-e^ •) ->'^;v]a^;p}y =u)V}T ^ J }-l-{4-[2(2H)-^- ^ y-1, 
3,4, 5-7- Kn-l, 3-^ y y-y T -tf t: > -3-^f ;l/]-l-k: ^ y v ;i,}-l,4-y y 

> v * > 

(63) (R,S)^-(4- T = y-3,5-770t7x^ib)-2-{{{2-[4-(^ 

y vr-;p)-l-tT^9 - = y }_1_{4-[2(2H)-^- ^ y -1, 



(54) #^2 00 3-5 1 9 22 2 

3,4,5-f- h 5t Fn-l,3-^>-v'v7-if kf>-3-^ ;i/]-l-tf^'J y^JVH.I-/^ 

7 -7*7 

(64) 2-{[6-7= y-2-{{{[l,4']ift 0 ^'J y-)V-l'-^^}7tf )V}7 5 yH- 
# ^ y /\ ^ -> ;v] 7 5 y }_4-(4-7 = y -3, 5— y /ot7 x ^)l/ )-l-{4-[2(2H)-^ 

^7-1,3,4,5-f- }. 5 t KD-l.My '/yj^ff >-3->f ;i/]-l-fcf^iJ >>~r.;i/}-l 

,4-7^ 7 -7;* 7 

[0 0 3 3 ] 

y }-l-{4-[2(2H)-^ * y-1, 3,4, 5-^ ]. 9 Kn-1,3-^ > y*v 7-fc* fc? V-M 

;i/}-l,4-7*^ y 

(66) 2-{ [2-7 = y -3-(3 , 5-y -f n -4-fc K n * *y 7 * - )V * V 7° D ;U 
]7 5 y}-4-C4-75 y-3,5-v-7-n^7i~^)-l-{4-[2(2H)-^-^y-l,3,4,5-r 
hyt Kn-l,3-^> Vv7^ftf 7-3->f ;v]-l-e^'J v -^}-l,4-7*^ 7-7* V 

(67) (R,S)-3-{{{[l,4*]tT If^'J y-^-l'->f JV}T-fef-;V}7 5 7 }-)-4-C3,5- 
y7nt-*-t Kn^r->7^-JV)-l-{4-[2(2H)-^-^ y-l,3,4,5-f f^t Kp-1 
,3-^>y*;74f tfv-M ;v]-l-kf^'J ->* - ^KL.W? y-y* y 

(68) (R,S)-4-(3,5-yyn*-4-fc Ko 7 i ^;w)-l-{4-[2(2H)-^- * 7-1,3, 
4,5-7 h 7 t: KD-l.^V Vv7-{f 7-3->f ;i/]-l-k?^ 'J -7~;i/}-3-{{[4-(4- 
e i; v ~ )V )-l-f 7 v «x JV] 7 -fe f" ^ >7 5 7 4-7' ? 7 -7 :* 7 

(69) (R, S)^K3 , 5-7 7 n pn^'/7xi* )-M [(4-y, f - ju-l-e ^ 9 
-7- ;v)7-bf-;v]7 5 7 }-l-{4-[2(2H)-* * y-1,3,4, 5-f h5t Kn-1,3-^7 
7* v 7 -if 7 -3 — f jvD -1- tf * 'J v - ;v >-l . 4-7* 9 7 -7 * 7 

[0 0 3 4 ] 

ti:fS?tLJ-^ (I) oTfcfflto'fb'fr&HU 
H*fm. ^7Xfivf&ftJ 5 ~ 7 l7^\ y'7f, MJ 7^\ **^"9\ 
f-7v7¥Xfi S ' S -> r *^-7 Kf7y7fllSlt* <9 > 



(55) 



1f*2 0 0 3-5 1 9222 



1 ^Xf±2o<7)^:^^^-{ii3v^T[^C-e^^.^oT4> J: v^r^^^ 



7 J. — )V; 



\ 7 V f l:n>j)i^ 1,3-* ^y*ij 1 , 3-^- 7- y 1 j ^ 

^ x 1,3-^- ^ -9- V-^W, J-jryj-yM., 7 7 fTV-^S, n°n-;w: 



<7) 



[0 0 3 5 ] 



lis<>v\ fx;, FX f±vT -7 



^hn^ v r ;v ^ jv f ^- 2? . 7 jv^^;*^? — t;v^^^;v^~ 



(56) ^2 00 3-5 19 222 

Rf^7i-JVi, l-t7f^S, 2-^7f-^S, 3H->f v K-;i/-3->f l-> 
f - jl^-lH-^ y }f- ;l/ -3-^ jl/ ^ ;v-lH-^ y K-.JU-3-vf 4-vf = ^ 



Jy^nTM^I, 7i r.^TJV^.H'i^ 7,H'7-.n''2^ 7^n^v^ x 7 j. 
S> *^^'>S, v7JV*^757i, -hnj, t Fn^ryl, 7571, 

7)^;v7 5 7Sx r-fef-;v7 5 7*ne^^jV7^>i, ^fyv;uv*~ 
= j % )VtF=-)1;^ 7;w*y-f;vfi> ->77S> ff^/'J)^ 7i-jv1, 

ji/*^;v^T^7 , vXfi h <J ffi& £ *IT v> T J: < ^ 

[0 0 3 7 ] 
[ft 5 1 ] 

h « m* m 

R 3/ N \ z / R4 (II) 



[0 0 3 8] 



(57) m$k2 003-5 19222 

£ *l T V> T $> X V» t: ^ 'J V — , 1-^ ^ ^ >J ~ )V X *r Z/£sXl$ a> & 

#K£<b;b£>&v>[&i9, i^^l-S^^U #&itX*iiMT-&oTk «tv> 

^ <7) i<7> ^ £ m T & co n # k ig-^j -e& & o 

& c i ~><D\t%m * m^-r & tz k fi > 

[0 0 3 9 ] 
[it 5 2 ] 




(III) 



[0 0 4 0 ] 

(jt^K A 1 a £ r>'A 2 * & T ^ jpg^ £ ^ T & j;^7 = y ^£BfcV>T±1E<7)A 1 



(58) 



$112 0 0 3-5 1 9 22 2 



[0 0 4 1 ] 
[it 5 3] 




(IV) 



[0 0 4 2] 

Houben-Weyl , Methoden der Organischen Chemie, Vol. 15/2£||BB £ ftfcv* 
^n-^A^t7Mn^7i- hCHBTU)Xli-r F77Wo*l/- h OB 

■noxii^^vv h 'J 7v*-jv-W )V** 3 y v >j * ( v y f- ;v 7 ?;)*^*- 

r U T N /-;vCH0Bt)Xi±3-i; KnJfy-4-^^y-3,4-yi; Kn-l,2,3-^^/h 
tj 7 y > (HOObt) jn-f |>;h:J: >k 3fS3*i*»#fcHife£ "9#&7-t:3 

* 1- n y K > OWP)X tt * 0 J: ? 4 <*> * ? 7 'J > ^*#J t - 30 ~ 

[0 0 4 3] 

■Cffl^t>itTv»S (M- Bodanszky, K-ft^J - Springer-Verlag 1988, p 

. 58-59; M. Bodanszky, f^T'f- K-a fiK^ESJ > Springe r-Verlag 1984, p. 2 



(59) #g|2 003-5 19222 

1-27£#BB ^fitz^c ) ^ifc^fe^Vaugha^&fcf £ L < O.R. Vaughan Dr 
D. Amer. Chem.Soc. 73, 3547 (1951)), # - 7 yij > ^-f^l* — flg^; (III) 

[0 0 4 4 ] 
[ft5 4] 




(V) 



[0 0 4 5 ] 

V- lH-1,2,4-}. ij T -f- fr-l-j 1H-1,2,3- J. ij y >f- 

-W ivl, lH-1,2,3,4--^ 9 v— ;v-l--f tr^^l^ /n/^v^jvS, P- 
— h n i 2,4->- - j.nyx-il'i, h >j ^ n a 7 j. ^ ^ 

jV7= -;V^ + yi, 2C1W)-^- * y 'J V 3r 2,5— y^ 

V fc: n «; -y n,* ^ y§, y ^ ;P-f ^ ~J # 1H-^ y y pj 7 y _ 



(60) 



^2 0 0 3-5 1 9 22 2 



/1,-l-vf )V * * ->3SX It 7 *J K£"C* * o ) 



[0 0 4 6] 



lit 5 5 ] 



(IV) 



2,4,6-]. ij pff-jvu'i; y/, 3f >"J >\ HJxf-JU7 3>, N-xf-;y>M 7 7n 
fc?;i/7 5^ ^xf^^nA^^TVA 1,4— ^r^e v ? n [2,2,2]* 
* * ^Ztil.S-v^^tfv'^ D [5,4,0]^ >7 f #- 7 -x>-C& «9 , fflv>£>*l*$8ii 

HJ/K y^f^^AT? K, ->Vf-^7-b>75 K, JPfO'J K>X 

'J ±«^JS #BMt» , 7 -IV # 'J &JRRS&X tt 7 * * 'J &JR B*tt * ffl V» * 

[0 0 4 8] 
lit 5 6 ] 



(61) %fWk2 003-519222 




(II) 



[0 0 4 9 ] 

V 4-T ;v * jw-i-if ^7v- fi4-r 'J - ;v T * )v-l-\£ 9 ->* — ;w 
> 4-Cr;v^;i/^. )w* — jiO-i-tf^sy y — ^S, 4-Cy 7 jvt ^ y r;v^ jw)- 

I> N-y. ■^;y-N-Cl'-^f-;i/-[l,4']ifk°^ 'J y- ;w)r^ y^Xfi^Cl- 
Hi5V>Ttert-7';vrr ^y # )V#=-)V 7 5 y" ^X»iH{[l,4']efeT^ 'J y 

•c**-jr^ (i) (Dit&m * mu-r z>tz 

[0 0 5 0 ] 
Kb 5 7 ] 

o 

[0 0 5 1 ] 

7x-^l, XtecofcHJs^Tkf 'J ->* — yjc~;u<^ y .x y ^ y ^3Ui "7 



(62) 



t^F^: 2 0 0 3-5 1 9 22 2 



p* — 




[0 0 5 2] 



Mb 5 8 3 




(VII) 



[0 0 5 3] 



[0 0 5 4] 



[ft 5 9] 



N 



(VIII) 



R 



H 



[0 0 5 5] 



(63) m$k2 003-5 19222 

7 5 y t y yy >m 0 

% Houben-Weyl, Methoden der Organischen Chemie, Vol. 15/2 ^^ea £ fif z v> 

5 FCDIC)x{i^f-;w(3-v;^ fjvr? y 7°n t? ) # ;u # ->* 4 = K<7> «t -5 * 

* >Uii?SM 5 K, 0-(lH-^ y y > ij T y*- ;w)-N,N-N' M'-^Yy*?- )V 

h 'J TV-;vCH0Bt)x{i3-fc: Kn^y^^ y-3,4-7 H K n-1,2,3-^ ^ y j. 
U 7 v > (HOObt) £ ^ ju-f- ^ c t C J: 19, JfrSS ft* 7-t5 

7th-h'JJK y^fJV*)l/A7? KCPMF), yVf Jl/j-b KCDMA), N- 

[0 0 5 6 ] 

Tffl^ fbftTl' 5 * (M. Bodanszky, l"^"/-^ Klfc^J > Springe r-Verlag 1988, p 
. 58-59; M. Bodanszky, \^.-/^f- K^fifccoJKJlJ » Springer-Verlag 1984, p. 2 
l-27£#HS$*i7t^ 0 ) S^^te^Vaughaggg^Sf J t < O.R. Vaughan Jr 
., 3. Amer. Chem.Soc. 73, 3547 (1951))^ *7 7*ij>^t<|-^ (HI) 

«7) * wt t * y >f v '7*-f- ;u * - jK* - h <DM^M7K^ t4 -^ f- iu* y > 
X(i4-a.^-;w^e;k^ 1; ><7) j: 9 4i£l^ftTJ:^ v /f dd - h 

£ffl^T#£>*i& 0 ^oii-aiteTX^op^t 75 > b<r>ii y zTV 

y rft-C±fEi£&£ffl^-C-20~+25«c > Sf i L< +25t; <*> j&J£-c?T fc> ft* o 



(64) 



#^2 0 0 3-5 19 222 



[0 0 5 7] 

[it 6 0 ] 
[0 0 5 8 ] 



l-k'^7y-)i/l, l-T^^;P-4-t:^iJ v-^XIii^iJ v-^-eS&S 
tiT ^ X 4) J: v> n° a: <j ->* ji/jgx fi t° ^ 7 v ~ )V^, f- ^-l-t: ^r/- ;v 

t; ^ <j i; - )v y f - ;p )-l-t: ^ ij v - )V&x~W& S tLT v> T 4) J: < , « # K £ ^ T 
tert-7 ;v 3 ^ v ^ - ;u 7 $ j ^ X(± {{{[1,4'] tf tf^ 'J v ^ JV-l'-vf ;u> 

7-bf-;v}r?y}lTt^$^Tv^Tt«J:v>M*^i~7^§.^tsMffiX{i 
-e&&-fe£ (i) ^^t/^ii^-r^Ttr^icfi, 

[0 0 5 9] 

Mb 6 1 ] 



Nu^R* 

T 

0 



(IX) 



[0 0 6 0 ] 



(65) 



#SI2 003-5 19222 



1H-1,2,3- j. y 7 v- lH-1,2,3,4-^ h 9 V*- e -JW 

&Xli k° 'J v - ;V^> y^f*7?i^Jf 2(1H)-^ ^ y t * 'J v >"W 

H^f->$, 2 » 5 — >' ^^Vt'n'J v V -l->f 3r -> 7^;v^f 5v^i^y 

^ > y f 'J 7 - ^-H )Vi ^ villi 7 y Flt^ i) , R 4 ' fi^yy* 
[b]y ^^ji^Xfi: 1 ^ > KU/u2k, 4-7 ^ 7 y' - ji/fx fi 4-7 'J 

-;i/7;^;v-i-t'^7 v-^-eitl&S ftT^T'b J: ^y — Xli^t 

KfiKli'jy-A'i, 7x-*i, 7xy^y|Xli7x-JV^F^yAf*' 
-^7 5 7i, V7M*7 5yi, 7x^Jl-I, l£y*Jzu y7f)l/7^ 

4-7;v^;u^\^.-lj- ^ Kn-1H-1,4— >'7-tf ;V 

% 4-(y 7 ^ + 7 5 / 7 JV # Jl- 7 y - ^1 , 1-7JV^^^^'J y- 

- )v-l--i )U~)r 5. J ^XJi^CL-b?^ >; ->'^.^^ •7 u ;w)-l-t°^ 'J v ? -;i^-CS|& 

[1,4'] if e^'j ->-- ;i/-i'-^f ^>7-fe^;p}T 5 y y&x~n&2tii:\,>Ti> 
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t Tie— *t5£ 
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2,4,6-h ij i; v>> hiJxf*75'A K-xf ^ V^D 

* * > X 7fe->?n [5,4,0] ^ > t» % -7-x y "9 , ffi V* tl& 

(±, ffilx.tf, y^n^^ f h7tFn77>> 1,4—:;* 7-tb- 
b'J;K "^f^ATs b\ y^f^T-b b\ N-^f-^vfny K>X 
IH^fttioTUi", IM&atffei: LT7^77 U&*>W*fl:*Xtt7/i'* 
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5 )V-l--f 1H-1,2,4- i ) y h^no^ h ^ 
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y70lfJl'75 lf'Jv>, l,5-v7^fifv^n[4,3,0]y ^- 5-x>, 
1 , 4_.y 7 y? =, $ D [ 2 , 2 , 2 ] % ? ? y x \t 1 . &->' 7 -f If -> * O & . 4 • <H ■> > r p * -7 

pi fjv-2-en 'J K>, f-;i,-2-^ 5 ^y*ij ->V >Xl±7-b b - h x ) 



L < l±+20 < C~+70 < c-e&& ( H - A - staab & w - Rohr > fSynthesen mit hete 
rocyclischen Amiden (Azoliden)j , Neuere Methoden der Praeparativen Orga 
nischen Chemie, Vol. V, p. 53 - 93, Verlag Chemie, Weinheim/Bergstr. , 19 
67; P. Majer & R.S. Randad, J. Org. Chem. 59, 1937 - 1938 (1994); K. Tak 
eda, Y. Akagi, A. Saiki, T. Sukahara & H. Ogura, Tetrahedron Letters 24 
(42), 4569 - 4572 (1983)); M. Turconi, M. Nicola, L. Maiocchi, R. Michel 
etti, E. Giraldo & A. Donetti, 3. Med. Chem. 33, 2101-2108, 2106 ff (199 
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o LfrL%ifit>. RI&MU 7>#y rSBi: LTfB it *>T£4o 4 L< li 

Ttt+20tJ-«ffl*itO#^jaK, Jfi L< H+20t;~100C"C*4 (R- W. Adami 
ak & D. Stawinski, Tetrahedron Letters 1977, 22, 1935-1936; A. W. Lipkow 

ski, S. W. Tarn & P. S. Portoghese, 3. med. Chem. 29, 1222 - 1225 (1986); 

J. Izdebski & D. Pawlak, Synthesis 1989, 423 - 425s&||HB£ fifc v> e ) 0 

h) 2o<7?lA l ^ofA 2 ^-^^^^-e^^ % >b^-^**TK36 
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JiTfcgHb^ «>lti\ TWkittYVV&y zkSHtltfD^A, 

2,4,6- > i; >f-/nf'J v>\ ^'J>, PJxf^75>, N-xf jk/ 
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lit!^5y-ji'S, ^fiV-H'^r/^JVl, N-y ^-^-N-Cl'-y •f-zu-CM' 

4-* 4-7;u^;v^s^-^ t K n-lH-1,4-- -J 7 -if t: >-l->f 

y f - ;i/ e ^ 9 v > . N-y f - ;v-N-Cl ' -y f - ;v- [1, 4 ' ] tr t: ^ y v - ;v -l->f ;v ) r ^ 
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?A vXli h 'J H&StiTv^T'b J:v^7i-)V7,;v^-;v^^>'SXfii-7f- 

**rf * t £ sis 3 * ft o 
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RlKtt, *fii»o^TXtt*£Tfc<^~+140tU 4 L < fi+20<c~+ioo 

•ft*XJi7/i'*y±*&***fl:«K fllxJ*> TkBMk^HJ-?-^ TkgHk^J 
9AXtt**fb*'j ^A^W^ti, IffKti, 7 * * V &*WtWBL mm 
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7°n fc° ;vt 5 N-xf ;Py->^ ua + ->;V7$ 1.4-i VT*f tf n [2,2,2 
* ^Xfii.S-vT-f tr~>^ D [5,4,0]^ ^7^^-7-^>^jf t^fi^ ^$it £ 

: Mi&b LT(i, #!lx_f£ , y^nn^^y, fF7tKn77>, 1.4— >'^-^ -9- > 
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Fo-lH-l,4-y'7t*l; , >-H 4-7- ;k-l-fcf ^ 5 v^.)V 

4-(T)b^JU^.;V*^.;v)-l-e^7v 7 — 4-( *j y )\, 3? )\, 7* = j T^^JV)-!- 

tLT v^T & i ^< 'J ^ X fi !- 1: 7 v ~ )Vft ^ 4-y, tf ^ 9 v 
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[0108] 

, Houben-Weyl , Methoden der Organischen Chetm'e, Vol. 15/2^0hs £ fifc v> 

o ) > fllx.tf, -Ji/Z w\**yfri}fc-#*J4 = K(DCC) > 7 n e ;u # ;u tff 

h U 7V*-;vCH0Bt)X(±3-i; Kn^f5/-4-i^v-3,4-^t Kn-1,2,3-^ >/ y 

> f- ;i/ tf n 'J K > (fWP)x ii * <d&&%q<d £ i KfeM* y -? V > ?M t -30- 

+30t, jfi L< (i-20~+25t:oiajt-e ; fTt>tL^o tt, N-xf-^y 

[0109] 

Tffli/>^tLTV>S ( M - Bodanszky, r^7°f Mfc^J » Springer-Verlag 1988, p 
. 58-59; M. Bodanszky, |V<7*f- Yfe$u<OWM.\ > Springer-Verlag 1984, p. 2 
i-^fc&iffiStlfcHo ) &&fafr%)&<DVau9temfe : bU$ t < O-R. Vaughan Jr 
., 3. Amer. Chem.Soc. 73, 3547 (1951)) N #y7°)j >^T<§— ( ni ) 
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Oft*. R 5 £^Z(±±-C£^L£;i^-C&VK R^icy^lCiSV^TT? [1,4' 

, y7^^JV75 7|, 7x-;Vl, ^'Jy^jVl, •>7f)l'7 5y|, 4-^^ 
*»J~JV3£, 4-T^^;W^4r'9- k K U -1H-1 , 4— >' yj£\Sy ;l/ > 4-7;ix^;v- 

v-)U^> N-^f-;P-N-Cl'-^ f-;w-Cl,4']et;^'; y^jv-H ;u 
)757 SX fi 4-Cl-e ^ <j ->* r. )V ^ 9- ^ >J ->* )UM "CS^ £ *IT v> T & 

T-&J1> — ^ (I) <7)"fb^£Pl£-r&7t£>Ki2, 
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*'J~;V&, 4-7 /mf ;w^* -9" Kn-3H-l,4->?7^f if y-l-j 4~7;v^ 
)l/-HV7y^^l, 4-(7 jv^ jv)-l-t> 7 ^ jVf , 4-(->'7;v 

^;i/T5 7 7^*^)- 1 -tf^9 y~Jl/^ 1-7 JV3r;V-4-fc?^ 'J v x;i/JgXli k" 
^'J v-;p£Tfl^?tLTV^T ! bJ:v^v7;v^^75 ^> t°^'J v>XI±t:^7 
v>\ l-^f;Vt'^7y>, N-^f-;i/-N-(l'-^f-;p-[l,4']etf^'J vrjl/-l- 

f-^x-r/w, f>7tKn77 , /Xli 1 - 4 -ytW^T^^ 0 jJ*a*fciftSfc-t 
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>f-jv-l-e^7v--ivl^ W-y •f-jP-N-Q'-;* ^-;p-[l,4']tf tf^ 'J v'^jix-l-^f 

•c*&-»^ (i) v>it&m*m^-rz>tz#>K\t, 
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-7^f)V7 5yI, 4-t;v*'j —^36, 4-r * /i"^ * if kd-ih-1,4- 

v 7 4? > -W 4-7 )\>*c 9 v - iu3fc > 4-C7 )V * - ;v) 

-l-kVyy^Jl/i, 4-(v? 7 ;v 7 5 y 7 7 9 J 1"7 )V 

-[1,4*] tr t:^ y y^jv-M 5 y afcxii 4 ^ 1 -^ 'J ^;v)-i-f^ 

'J v ^ )\y £ 3 *l T V» T *> «fc ^ « JKT" 1~ £ # 1" & X fit EM 7 * 
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;Vxf-;uT5 (S)-(-)-l-7 x - ji,xf-;i/7 5 >X»iCS)-^;w-> y £ 

OEJB li , i^co mm8t<D& "C-f-^K** o Tv> *i if v> a»4 4 Mo^-e & ff $ 

u Kit h u 9 ^xirnm u * a, *sHt7 h v A&teuutjmitii u $ 
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— jft^Ifc J: ot^3 ti&(R)Xf2 CSjc^>^* v-J|i&X»i 2 ^>tf>:3fe^fi9K. 
[0129] 

-«^an)oW5frft<&tott, AlK^^a^^t rat J: ^: tt -7?y- 7 - 

i + VTVy/^'/S ($)x.*£, J- E. Nordlander, M. 3. Payne, F. G. Njoro 
ge, V. M. Vishwanath, C. R. Han, G. D. Laikos & M. A. Balk, 3. Org. Chem 
. 50, 3619 C1985)£^HB$ftfcV> 0 ) Xit fi~T $ J ~y ~* * V T W 79 >W. 

(fflxtf, M. Seki, H. Kubota, T. moriya, M. Yamagishi, S. Nishimoto & K. 

Matsunoto, Chem. pharm. Bull. Qapan) 34, 4516-4522 (1986); K. Basheeru 
ddin, A. A. Siddiqui, N. H: Khan & S. Saleha, Synth. Corrmun. 9, 705-712 
(1979); S. Ceriani and G. Tarzia, Ann. Chim. (Rom) 63, 457-466 (1973) £ 

¥ L&fc^-jRsSOV) <Dm^t^mit, Sl^aiM^ 98 /11128^-^y=-K^ ySfcifc 
[0130] 

X)o*;i/^?>KSf*«:Ji, ffifcj-CNfciK :fciftj&**> SHOOTS: t ra D «£ o 
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(G. E. DuBois & R. A. Stephenson, 3. Org. Chem. 45, 5371 - 5373 [1980] 
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i:Ift4:H s fiSo -Jft^CD^fc^^t, 
[0135] 

KWU MMftjftXZ(2«-«jftj£(i.J: *)®#*D^^> 

U CERP§#^^^^i3V>T^'l47& s ^SfT**o £*Lfc<^fb-£«jti. TIB 
[0 13 6] 

A. SK-N-MQi £ ££f^|£ (t: hOCRP$^#^^^^s) 



SK-N-MC^^^ r^A"*? nco^fs^- -^n&jjy + 

*£&ttofrW)te<o Mffi,*PZSmffim(*r7=* 041-04190 M) T .2[p]^^ Ln 0.02 



(90) 1#Sj2 0 0 3-5 1 9 222 

0 20 ml <7) pFfftt&ftJ t gss OiM): NaCl 120 N KG 5.4, NaHCO, 16.2, MgS0 4 
0.8, NaHPO« 1.0, CaCl 2 1.8, D-?)Va-Z 5.5, HEPES 30, pH 7.40]nffjg« 

*fflfl&£? ;v f7-^77?X (Ultra-Turrax^ffl^T*^:/ 7" -f X U 3000x9"? 

fr/V -ca-fk Lfc h 'J (10 nW h «J ^ , 50 mM NaG, 5 rrW MgG 2 , 1 m 

M EDTA, pH 7.40) *T?f jt'MH* U fflfcST* (1 mVlOOOOOO^g^) 0 

[0 13 7] 

»8Kfc, *tvt^ XLfcl**fl*f««f«<50 "MHJ*, 150 nW NaG, 5 m 
M MgG 2 , 1 nW EDTA, pH 7.40)^1:10^^ U ^h7?77 ? ^"C3Qfj>|m * 
t-WXti, 230 // l (7 )*^v7 v ^XL^Stl^50 pM 125 I 3 - Kfn^f- 

# )\,=s js .r. > • jtfirfMJI^ ^ A 0=^*250^ lif wJSlWftSf^ 

# »j jc f - 1/ > >f 5 y Co . i?0 l fc GF/Bjy 9 x ggjjf 7 * ;v 9 - -el & % M T & 

itlCj: *)^>*a^-">a>t#!Fit4 0 y y9-*m^X9 
[0 13 8] 

SK-N-MQffl^C 10O ^»)^ 2 5O// V ^*a^-V9 7T-0\y?Z<r>H 
EPES, 1 nW 3-^v/fjH-^f)V^t>f>, ^ BSA , 7.4)-c2@^U, 

(lO-^-lO- 6 HO-ttKjbiiLfclfc, *3-4(BH©j|«:4ftJK^« 
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*fc»J&rtGAMPfc 20 M ^m HCl£^jp U 3&fcfrm (2000x 9, 4t\ 15#|fl) 
^fl- <7)cAMPf*I§^^ 9 v^-f Ay r .i'-t-f (Messrs. 7v->^A)t£lL> 7 

-^i<7)'fb-^%<7)ies £ ti^i^^rtM^^ 7 r )p k & it & Q3RP-fgin:#'r4(iio 

[0139] 

£\ ftjfll fctt 0.001- 30 mg/kgft^ 0 f L < (±0.01-5 mg/kg#:jr, 
Xtf^A-e&^Sti&H^ 0.01-50 mg/kgft£ N £f£ L< (±0.1-30 mg/kgft 

^tL-etL<7)^nisi~3[ii-e^,^ 0 

Mx&amm. ^vi3t>7)\si]u4 w m^mmm, ^fn^ Y*mn$k&m 
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# i; tf - ;vtf n 'J *x;/ft, 7>u t|c/x. ? y - ;v , 

[0140] 



n _ ;v> -f-jc- n -;K 7f7n-)K ^n^y>, #jW*v-trfc? 

^axi**-^ y t^^xm^ 5 -^ fttm. nm, t?HJ^r/, y 

o 
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Is- }.60 F J5 < (E. Merck, ^Aya?'; K jg p a n No. 1.05714)£$ ^XJ- * 

{i > £ J- 1 y f" * "7 - -c* & fiSGM K X li 4 7 -fc 5 fb**fe io/; 

FM A = Sf-&x?-)tVy * y - Ji/ 100/5 v/v 

FM B = ftfxf;i//^ 9 J -to 80/20 v/v 

FM C = ftlxfjlz/y ? y - A</*7 y*z-T 80/20/1 v/v/v 

FM D = y^nn^ * >/->^ D^-^/y ?y - )V /&7 y ^ ~T 70/15/15/2 

v/v/v/v 

[0 14 2] 
FM E = ftRif-JlVfcftK 99/1 v/v 
FM F = gj=g&x^;i,/y ? y -JP/fcRS 90/10/1 v/v/v 
FM C = -y^nny y >/y ? y - ;i//& 7 > * =. 7 90/10/1 v/v/v 
FM H = 5ix^rW||if^ 1/1 v/v 
FMI^ynnyy^/y^y- ^/jjcftR 90/10/1.5 v/v/v 

FMK = ->< y n 0 y y y/j y -fxi^j - ;U 9/1 v/v 
FM L = g^xf-jlVy y y - 9/1 v/v 

FMM = y^nn>^ >/y 9 J - fr/WiT y*-7 75/25/0.5 v/v/v 
FMN = ->*y a nyy >/ft9xf^ 1/1 v/v 

FM0 = y^DD^ >/y y y - ;i/ 95/5 v/v 

FM P = >?ynny. r^/Mxf^/y^DA+t^/^ 9 J - fr/fkry^ — T 
60/16/5/5/0.6 v/v/v/v/v 

FM Q = -yynny? >/y y y - ;W&7 90/10/0.5 v/v/v 

FM R = y n n y y >/y y y - ^/>Jcft^ 80/20/1 v/v/v 
[0 14 3] 
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DIEA: N,N-v A v 7° n t: f 5 > 
Boc: -^V-x h ^ — & 

HOBt : 1-t Ko^y^>V*f'J7 V- ^TfOO^ 

CDT: 1,1'-* ;v^~;vvCi,2,4-h t; T y_;y) 
1HF: xh^t Kn7 7> 
DMF: ->7fjV^jVA7 5 F 
EE: g^^f-jy 
PE: 5rftjc--r;v 

u^: mm 

I. No.: §u D °No. 
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[0 14 9] 

(R. S)^-7 5 7 -3, 5-y 7 n a -[(1, 1-y ^ f jl/x h ^ -> * j^' - )|/ ) 7 5 /]- 
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y *v s<y *jy -? $ yWt. 

3.492 g (0.016^;i/)(^)i;-t-7*f-;uv>^-^^- h £6.5 g (0.01454^ ;i/)<7) ( 

R,S)- ff ,4-yj = y-3,5-yVnt- r t^ v^>-tf vBfcJfefbkJgBWfi, 1 
00 rrfl^v^^+j-;^ 50 mlco g (0.015-^ ;v)<7> h'J^A 

<^^?£K«U f©il^t*tfiT-l!ftimLfco *-9->Sr«BET 
Ti&*U H^tf* 1 'J tf A*»7ft"CK1*^ U ftK^f-Jvelttic 

IR (KBr): 1704, 1691 air 1 (C=0) 
ESI-MS: (M+H) + = 463/465/467 CBr 2 ) 

[0150] 

[in 



N 


B 


C 




IK* 


FN 


Rf 


MS 


IB [cn" 1 ] 


Mp. 
[°C] 


HO 


B9 


C4 


H0-B6-C4, Boc 2 0 
Na 2 C0 3 /S> 
^-*-9">/H 2 0 if 
5> 


52 






ESI: (M-H)" = 

375/377/379 

(CI,) 


3471, 3379 
(NH, NH 2 ); 
1716, 

1689, 1672 
(C=0) 




EtO 


B69 


CI 


Et0-B24-Cl, 
Boc 2 0 RTF NEt 3 
/THF fr£ 


80 


FM G 


0.89 


ESI: (M-H)" = 

505/507/509 

(Br,) 


3481, 

3429, 3361 
(NH, NH 2 ); 
1738, 

1697, 1678 
(C=0) 


ffPBB 


HO 


B71 


C5 


H0-B64-C5, 
Boc 2 0 RTF NajC0 3 
/^tf*1?->/H 2 0 


55 






ESI: (M+HV = 

464/466/468 

(Br,) 


1707, 1691 
(C=0) 





[0151] 

CR,s)- a ,4-i 5 y -3, 5-y 7p^- y -t^v^>-if>^> m^bfcli^ 



(101) <®m 0 0 3-5 1 9 22 2 

5.822 ml (0.1067^1, )£)J!£ £150 ^0)7(Si gtMfcf&$.$><7)14.7 g (0.0523 

TU ^c7)ii^^70"C(7)^£JtT-2^l$|#t^o *ttET?& 

IR (KBr): 1664 orr 1 (0=0) 

ESI4/IS: QMHy = 365/367/369 (Br 2 ) 

[0 15 2] 
[12] 



2 



N 


B 


C 


ft* 




?H 


B, 


MS 


IB [cm '] 


Mp. l°C] 


HO 


B64 


C5 


H0-B6-C6*HBr 


71 






ESI: (H+H)* = 


1665 


& it * m as 








Br, /7Q% 








366/368/370 


(C=0) 










aq. acOH#>e> 








(Br,) 




a 

BB 



[0 15 3] 

(R , S)- g , 4-y 7 $ y - y - j- j. y ^ > g y ■/ g y Wt - 

18.1 g (0.0523^ J p)(7)(R,S)-4-7^f-;i / 7 5 ;- a -y y 7^^- nT-fef-ZUj 
5 / -y -* * V ^ > -If > 7* ? > K 1 200 ml<7) Ofi-fr* £ 2 B# h x% l 

*iiU «JETT?K»Lfc 0 M.lg (S^ffi^96%)«7 ) aitfe ( 7)^ H a B ^#^ 0 
IR (KBr): 1709, 1678 orr 1 (0=0) 

esi-ms: omy = 209 

[0 15 4] 

IIP 

(R,S)-4-7^ r f-;i / 7 5 ij 7i^D7tf-^75 y -y # VOHf > 7* 



13.517 g (0.1^;w)<7)7^ ^7- ij Kt 21.11 g (0.1^ ;i/)<7) tf h 'J 7 D 



(1 02) 13*2 003-5 19222 

5 & t 21. 591 ml (0.28oe;i/ y^f^*J^7^ F©fi#}|ICfS 

jfc*: 22.2 g (f^f^64 90?) Rf °- 35 <™ 

IR (KBr): 1741, 1714, 1648 crrr 1 (C=0) 

[0155] 



3.86 g (0.012^;u)^)^>v;V CM'le \) - ;l/-l'-7-fc x~ h > 100 m 

jfe*: 2.13 g <JSHfiI<7)78 %) Q 
IR (KBr): 1674 orr 1 (C=0) 

ESI-MS: (M+H) + = 227; (M-H)" = 225; (M+Na)* = 249 

[0156] 
Jfcfl!)A6 



500 mg<r>p-h jVxy^JV^Vfi 12 ml (0.21^;v)<^^|cftm$r > 500 m1 <^-r 
h 9 H 5 >4k^10.0 g (135.069= i; ^ ;v)<7)$S7K^^^ * V )VWt t 24 - 76 

g (135.08= i; ^;v)<^4-(4-^ ^;^-l-t°^9 y V v >cO^^^^SiP L 

, 37.2 g (175.555= i;^;v)<7)^- r 'J A h »J T-fe FU K* 



(103) 0 0 3-5 1 9 222 

AM ^50 ml^K^u #&*lfcif»*30 ml^y^nn^? >-?3@«itb L 

/v)T3@+^ngfe^t, ffiTT«U: 0 fTS<7)4fiK^^iEfe<7)^ B a H t LT18 

IR (KBr) : 1630 air 1 (C=0) 

ESI-MS: QJM\y = 242; (M-H) - = 240 

[0 15 7] 

(R,S)-4-7 5 y -3, 5--; / n i - ff -{ [(4-^ f )V-l-tf ^ 7 y - )V) 7 -t f 7 ? 
18 m\o)Wfc$tfti- ^ »J ^i$$£200 mlco^ ^ y - ;Vr£<7)8.7 g (0.01672^ 

•t * 7 5 y >- y -* * v ^ > -e y 79 j x- h o$ft££jni L * -eo fi-ft-ft* 

£®U *ETt«*Ufc. 5.6 g Gg&fe«>66 9Q«)9r3«)tt#fc ^iS|&(r)^ B B B 

IR (KBr) : 1670 air 1 (C=0) 

ESI-MS: (M-H)" = 503/505/507 (Br 2 ) 

fit J: 9 t^^fk^MSrllfco 
[0 15 8] 
[S3] 



(104) 



#^2 003-5 19222 



3 



N 


B 


C 




X 
UK* 


FM 


B* 


MS 


IR [en" 1 ] 


Mp. [-C] 


HO 


B69 


CI 


Et0-B69-Cl 
LiOH /H 2 0/THF 
1/4 (v/v)trj: 

St* A/ft 


88 


FM R 


0.74 


ESI: (M-H)- 

477/479/481 
(Br 2 ) 


3477, 3384 
(NH, NH,); 
1703 (C=0) 


m 



[0 15 9] 

50 m1<7)'mF43C03.264 ml (0.019^ ;v)<7)DIEA<7) -^-Jg^ , 100 mlco^ ^tKO 
7 7'/^ff)4.0g (0.01746^ ;p)c7) [1,4'] tf 'J -J — )V b 2-08 ml (0.018^ jy) 

;yjL.-jr;m?§8$U MCl^Hfco 3.86 g CSSfrfitO 70 ^ <Dm&<V]$TW.<V 

IR CKBr): 1751 cnr 1 (G*0) 
ESI-MS: (NWH) + = 317 

[0160] 

g|%gj)A9 

(R,S)^-7 5 y-3,5-- y^a^-a-il^^ J- ^ y y^^)7Hrf 

;v] T g 7 >~y - j; ^ y ^ > jf > -f 9 J -x- h 

msmil<h[wlCJ: ^ i:^f)V CR,S)-« y-3,5-y7*n^- y -i^v^ 

o Hu Rf 0.65 (FM D) c 

IR (KBr): 1751, 1672 air 1 (G=0) 
MS: M* = 518/520/522 (Br 2 ) 



(105) 



1$*|2 0 0 3-5 1 9 22 2 



[0161] 
[14] 



4 



K 
i\ 


B 

D 


r 

i/ 




A 




D 
*f 


no 


m lci j 


Hp. L u 




















J 


N1 
til 






Nl n, till Do 1/4 j 


Ofi 


VIA P 

rn u 


U.4 




00 0£ /\TII 

665b \M, 










TUTTI UDD4- TU-f\t 

IdIU, nUBt /X.U- 






r 

5 


OAA iOf\A if*f\t* 

602/604/606 


MTT \ 

NH 2 ); 


















/m \ . / iui-LU \ + — 


1709, 


















Qf\A Jcnc la AO 

b04/b0b/buo 


lb57 


















/ Pi \ ■ /U[H« \ + 


(C=0) 


















— coc /coo /con 

- b^b/brfSo/boU 








































603/605/607 






< 














(Cl,) Strl 






Nl 


B69 


Cl 


Nl-H, H0-B69-C1, 


25 


FM G 


0.5 


ESI: (M-H)" = 


3348 (NH, 










TBTU, HOBt&tf 






5 


704/706/708 


NH 2 ); 










NEt 3 / THFfr*. 








(Br,); (M+Na)* 


1707 


















= 728/730/732 


(C=0) 


















(Br,); 






N2 


B71 


C5 


N2-H, H0-B71-C5, 


12 


FM 6 


0.5 


ESI: (M-H)" = 


3348, 










TBTU, mUJScTJF 






1 


677/679/681 


3180 (OH, 










NEt 3 /THF fr?) 








(Br,); (MtNa) 4 


NH); 1710 


















= 701/703/705 


(C=0) 


















(Br,); 







[0 16 2] 
jWJAlO 

(R,S)-2- 7 = j -4-C4-7 =;-3,5->^DU7xz ;l O-l-{4-[2(2H)-* * y-1, 3, 
4,5~f K n -1, 3-^ > y'->' 7 -t£ tf y-3-^f ;v]-l-tf/^ij y.=. ji/}-l,4-7»? > 

^*fe^I)2^ (W| C J: 9 i: (R,S)^l-(4-7 5 y -3,5->' ^ n n 7 x - )l/)-2-[(l,l-y 
^f-jvx )-*->*jl/^jV)75 y ]-l-{4-[2(2H)-**v-1.3,4,5-7- hyt Kn 
-1,3-^ > 7 -£ e >-3-^f 'J v - ;i/}-l,4-y ^ > y t f'J 7 JV 

(FM C) 0 

IR (KBr): 1657 (G=0); 1203, 1176 ( j. ij 7 ^ aftRjlg) air 1 
ESI-MS: (M-H)' = 502/504/506 (G 2 ) ; (M+H)* = 504/506/508 (Cl 2 ) 



(106) 



2003-519222 



[0 16 3] 
[f!5] 



N 


B 


C 




% 


FM 




MS 


IR [en' 1 ] 


Mp.[°C] 


Nl 


B24 


CI 


N1-B69-C1 
CF 3 C0 2 H /CH 2 C1 2 


100 


FM D 


0.53 


ESI: (M-H)" = 
604/606/608 
(Br 2 ); (M+H) t 

606/608/610 
(Br 2 ); 
(M+Na)* = 
628/630/632 
(Br 2 ) 


3460, 3381 
(NH, NH 2 ); 
1653 (C=0) 


h D 7 )V •* 


N2 


B64 


C5 


N1-B71-C5 JkTf 
CF 3 C02H /CH 2 C1 2 
1?t> 


98 


FH 6 


0.38 


ESI: (M-H)" = 
577/579/581 
(Br 2 ); (M+H) + 

579/581/583 
(Br 2 ) 


1660 (C=0) 


b >; ? )v * 



[0 16 4] 

Hifeff!)All 

CR,S)- g ,4-y T ^ y-3,5-yjr nn-y-^-^y^y-ify^ >M 

4.0 g (15.385 ij ^ (E)^- T 5 y -3,5— >' ^ n n~ 7 -4- V ^ > -If > 
>&®.^T > ^ ~ T -ef&ffl L/c 100 »n1<7)^ ^ y - £ F^^f 7^f 7t> 9 J — 

;v^^L7t5i^J%iPI|fflv^T30 < c-e4^H|f^t7to <d 

IR CKBr): 3460, 3392, 3338, 3184, 3072 (NH 2 , OH); 1668 CC=0) crrr 1 
ESI-MS: CM-H)- = 275/277/279 (G 2 ) ; (M+H)* = 277/279/281 CCI 2 ) 

[0165] 
[H6] 



(107) 



^2 0 0 3-5 1 9 22 2 



N 


8 


C 


01^ 


I 


FM 




MS 


IE [cm" 1 ] 


Mp. 

[«C] 


EtO 


B24 


CI 


Et0-B70-Cl StJf 


26 


FM G 


0.54 


(M+H) f = 


3429, 3359, 










* £ J — ;H4 7 








407/409/411 


3317 (NH 2 ); 


















(Br 2 ); 


1736, 1678, 




















(C=0) 





[0 16 6] 

(E)-4-(4-7 = j -3 , 5-y ? p p 7 x - ;V )-4-:fr # V -2-ff > jg 

69.583 g (0.341^^)ol-(4-7 = y -3,5-.^ p p 7 x - ;v)-l-x? J y y 47 
.038 g C0.511^;i/)cO^ ij ^-^->;p^^]^ > 0.8 g<7)p-> ;i/x > 7, >t&K. 

IR (KBr): 3485, 3365 (NHJ; 1711 (C=0) orr 1 
ESI-MS: (M-H)- = 258/260/262 (Cl 2 ) 

[0 16 7] 
£jftfljA13 

(R,S)-4-(4-7 5 y -3 , 5—7 7* p ^ 7 x - ^ )-2-(2-^ nnx^>^ji/*- ;V7 ^ 
y )-l-{4-[2(2H)-^- + v-1, 3,4, > 9 fc p d-1, 3-^ > /->' 7 -fe* k: > -3>f ;w3- 
1-H' ^ U y £. )V }-l , 4-7- y 

0.152 ml (1.414= lj ^-;v)<T)97% 2-^ pp jc.^ >7>)\<*y&? P 'J K$\ 
g (1.414= ij * ji,)(7) (R,S)-2- 7 = y -4-(4- 7 = 7 -3, 5->* 7*p ^ 7 x - ;u)-l-{ 
4-[2(2H)-^-dr v _i,3,4,5-r J» 7 Ko-l,3^>»/y7*e>-H Jl/l-l-fcf^ 
ij v - jw}-1,4-7*^ vyjj- y ]» ij 7^*nft«^a. No. 18), 0.418 ml (3.0 = 

^Kisau**i*j*L*#&*Tu %v>u%m.*n.^-mmL, 3^0.3 

ml(7)2-^ppi^>^;i,^>g^pij KSriKflPU ^-<7>il^t^i&T*M^ 24 ^ 
M«#Lfco »***£ET"C**U *t^£100 ml^t 100 ml^v*^ pay 



(108) 003-5 19222 

<7D^h h h (•/MV^nt'jl'X-fJl/^ifco Rf °- 52 CFM C) 0 
ESI-MS: (M-H)" = 716/718/720 CBr 2 ) 

[0 16 8] 
[IE 7] 



*7 



N 


B 


C 






FM 




MS 


IR [cr 1 ] 


Mp. 

[°C] 


Nl 


B38 


CI 


N1-B6-C1, r 
NEt 3 /CH 2 C1, ft 


27 


FM G 


0.43 


ESI: (M-H)' = 
710/712/714/71 
6 (Br a ); 
(M+NaV = 
734/736/738/74 
0 (Br,) 


3331 (NH, 
NH 2 ); 1653 
(C=0) 




Nl 


B48 


CI 


N1-B6-C1, T 
NEt s /CH 2 C1 2 #> 


87 


FM G 


0.34 


ESI: (M-H)" = 
644/646/648 
(Br 2 ); (M+NaV 
= 668/670/672 
(Br,) 


3327 (NH, 
NH 2 ); 1657 
(C=0) 





[0 16 9] 

g£jfeff!)A14 

300 ml <7)"mF43 <r)20.0 g (61.546= ij ^;v)co4-y = y -3 , 5- n * - « 3r 
y7i-;V7-t>7iVfH KtMA^*: 22 - 305 9 (61.546 = y JP^CO a.^ ^ 2 ~C h 

I-fJl//ftSxfJ|/ VI (v/v)^|^t^07h^77-f-ML!to Mty* 

mt&MtMlfcW^m-eiaMVfzfe, 12.8 g Ggf&'fiiO 53 %)<^|ffi-fe<75£* B H H £#/c 
. Rf 0.79 CFM 5Jifcx-f)I'/ft*if-^ VI Cv/v) G 



(109) 1$S2 00 3-5 1 9 22 2 

IR (KBr): 3429, 3330 (NHj ); 1712, 1658, (G=0) air 1 

ESI-MS : (M-H)- = 388/390/392 (Br 2 ); (M+Na) + =412/414/416 (Br,) 

[0 17 0] 
£H9!)A15 

4-7 g ; -3,5->' 7'p ^ y-7 x - j|/7 1 h7)Vrt K&ffifr 

72.1 g (0.246^;v)cr,4-7 ^ y-3,5->»7*n€7-(r h 7x7 240 ml coy 

* * > i: 8 m1 < 7) 7 ( c <7)^^f| J (7)27.2 g (O.245;e;i,)<0-»fl;-fc V y<DmWLK^ 

U fjtfit^iiU METTi£'Jg:L£o JK»= 40.02 g C®f^fjio53 %) 0 R, 0 

.65 (jg^x-^^ / g^ x ^;v 1/1 v/v) G 

IR (KBr): 3462, 3354 (NH,); 1676, (G=0) atr 1 

MS : M* = 305/307/309 (Br 2 ) 

[0171] 
£j&ffjA16 

^KH^ 8 - 0 9 (14.5= ij ^ jl/ ) (7) y > •>* )V „ y )^ ^ y ^ > y ^ 

^K-*J^JV75y^^y|- h £42 ml(7)33% ^k7Kl^<7)^^^ RT T- 
^^50^(7)|*l^aJt-e3R#M{t#L^o M£&*U ISM** Kits? 

E»: 1-0 9 (S^ffio24 %) 

IR (KBr): 1710, 1680 air 1 (C=0) 

ESI-MS: (M+H)* = 210 

[0 17 2] 
»j&ffJA17 

->'^>->'^ a-(4-^>v;i/^^v^>vM ;w)-a-*;i/ = jut? J V 



5 . 3 g (0.02^ ;i/)<7)ffl4-^ > ji^ * -> ^ > W ;v ? n •) K£ 15 nfl<7)THF4j <7) 



(110) #«2 00 3-5 1 9 222 

6.468 g (0.02^;u)<^->^^^;v ff -^ VyTy^^y^- f (M- Seki , H. Ku 
bota, T. Moriya, M. Yamagishi, S. Nishimoto & K. Matsumoto, Chem. pharm. 
Bull. 34, 4516-^522 (1986))£6 m~\<7y ij xf ;V7 = > <7)~fe%jLlZfflL < JSi# L 

<^S^-e3B#Mtt#L^o ^K-SrttJET-ClfciU SS«l*ft«xf^tifL 

IR (KBr): 3340 (NH 2 ); 1735, 1690, 1640 CG=0) air 1 
ESI-MS : (M+H) + = 550/552/554 

[0173] 

gyggfli ' 

CR,S)-4-C4-t 3. y-3,5-y7-n^--7i-;^)-2-[Cl,l-: /ptf-;Vx h^fy*;V**- 
^)^fJV7 5 7 ]-l-{4-[2C2H)-^-^y -1,3,4, 5-7- f 9t Kn-l,3-^>y*y*7 

-tf fcT > ;y ]-l- ^ 'J y - ;p }-l , 4-y> g > y % y (L No . 1) 

1.5 g (3.124= ij ^ ;V/ ) < ^(R,S)-4-(4-t = ;-3,5-y/nt 7xxjv)-2-[(l,l 

f jpx f ^ y * jl/*' - f 7 ^ y ]^ ^ 7 / ^ > I, 0.7664 g (3. 
124= i; ;u)<7> 3-C4-tf^ ij y ^ 3,4, 5-7- j, ^ t: Fn-1, 3-^ > »/y 7 -if £ 
y-2QH)-^y^ 1.044 g (3.25s. ij rtO^TtfRI^ 0.4304 g (3.18= iJ^;p)tf)H0 
Bt^ 0.479 ml (3.44s. ijt)^ h >J xf^7 5 I^O^O ml^THF^^^^^jg 

HfiflET— W*#Ufc 0 EJfc«^ift**JET^*»a>fc$fr*U SIS 200 ml 

% * ^ o^bmc^ h y 9 ^i&fnvt^-em^ttai u m^- h y ? a 

/p< ^y-;w/aST>*-T (90/io/i v/v/v)^^ v ^t-> y * r;wc j: & * 7 a * 

D7^7 7^-fffilLt 0 1^0^'ltli$^af(O^-pj!!iiL^ 1-05 g 



Cm) #^2 003-5 19 22 2 

GMM6©48 °/0(0|tfe?)|5 s B a ttttll^#^ 0 Rf 0.65 (FM ft^xf;v) c 
IR (KBr): 3465, 3329 (NH, NH 2 ); 1652 (G=0) orr 1 

MS : M* = 705/707/709 (Br z ) ; 

ESI : (M-H)- = 704/706/708 (Br 2 ) ; 

(MtNa)* = 728/730/732 (Br 2 ) 

[0174] 
[2*8] 



(112) 



#SI2 003-5 19222 



318 



No. 


H 


B 


C 


mm 


X 


FH 


Br 


HE 


IB [cr J ] 


mp- roi 


2 


Ml 


B2 


CI 


N1-B15-C1, [1,4' ]K 

m, TBTU, BOBt 
NEtj/THF 5) 


44 


FN G FM 
ft 


0.46 
0.43 


ESI: (M+H) 1 = 
814/816/818 
(Br,); (H-H)" = 
812/814/816 
(Br2) 


1649 (C=0) 




3 


HI 


B3 


CI 


M1-B18-C1, ft ft , 
TBTU. HOBt RXF HBt, 
/THF 


37 


FM G FH 
Q 


0.48 
0.62 


ESI : (M+Na)* = 
670/672/674 
(Br,); (H-H) = 
646/648/650 
(Br,) 


1653 (C=0) 




4 


N2 


B4 


CI 


N2-H, H0-B4-C1, 
TBTU, HOBt Stmt, 
/THF*>£ 


69 


AcOEt 
FH Q 


0.50 
0.62 


ESI: (H-H)* = 

676/678/680 

(Br,) 


1709, 1666 
(C=0) 




5 


N2 


B5 


CI 


N2-B5-C1, 

4-s^^r S J 7 

*>Wt, TBTU, HOBt 
Stf HBtj /DMF 


38 


FH D FH 

Q 


0.30 
0.20 


ESI' OH-H)* = 

691/693/695 

(Br,) 


1666 (C=0) 




7 


N2 


B7 


CI 


N2-B6-C1, 

l'-y^/MM'] e 
t:^ -4-* 
5j?>ffi, TBTU, HOBt 


22 


FH D FN 
Q 


0.38 
0.15 


ESI: (H+H) + = 

786/788/790 

(Br,) 


1664 (C=0) 




8 


N2 


B8 


CI 


N2-B6-C1, 

>ft&, TBTU, HOBt 
J&lKNEt. /IMF 


50 


FN D FH 
Q 


0.50 
0.34 


ESI : (H+H) + = 

718/720/722 

(Br,) 


1668 (C=0) 




9 


H3 


B8 


CI 


H3-H, H0-B8-C1, 
TBTU, HOBtJftlFREt, 
/DHFjb>£ 


30 


FN Q 


0.30 


ESI: (H+H) + = 

M*mm M m 111 1 MM W 

785/787/789 
(Br,) 


1705 (C=0) 




10 


N4 


B8 


CI 


N4-H, H0-B8-C1, 
TBTU, HOBtJRtfHEt, 
/DMF fr?> 


29 


FM Q 


0.35 


EI: M* = 
779/781/783 
(Br,); ESI: (M- 
H) = 

778/780/782 
(Br,); (M+Na)* = 
802/804/8D6 
(Br,); (H+H) f = 
780/782/784 
(Br2) 


1677 (C=0) 




11 


N5 


B8 


CI 


N5-H, H0-B8-C1, 
TBTU, HOBt&VNEt, 
/DMF 


13 


FM Q 


0.28 


ESI: (H+H) + = 

730/732/734 

(Br f ) 


1680 (C=0) 




12 


N6 


B8 


CI 


N6-H, H0-B8-C1, 
TBTU, HOBt JBtXf NBt, 
/DMFi>>e> 


22 


FM Q 


0.27 


ESI: (H+H) 4 = 

755/757/759 

(Br.) 


1685 (C=0) 





[0 17 5] 
[19] 



(113) 00 3-5 1 9 2 2 2 



319 



St 
No. 


N 


6 


C 






FM 


K 


MS 


IE [en' 1 ] 


Mp. 

[V] 


13 


N7 


B8 


CI 


N7-H, H0-B8- 
Cl, TBTU, HOBt 
JStTf NEtj /DMF 


28 


FM Q 


0.29 


ESI: (M+H)* 

731/733/735 
(Br,) 


1680 
(C=0) 




14 


N8 


B8 


CI 


N8-H, H0-B8- 
Cl, TBTU, HOBt 
StF NEtj /DMF 


34 


FM Q 


0.36 


ESI: (M+H) + 

762/764/766 
(Br,) 


1653 
(C=0) 




15 


Nl 


B8 


CI 


Nl-H, H0-B8- 
Cl, TBTU, HOBt 
£tf NEtj /DMF 


14 


FM Q 


0.36 


ESI: (M+H)* 

732/734/736 
(Br,) 


1662 
(C=0) 


Sail 


16 


N9 


B8 


CI 


N9-H, H0-B8- 
Cl, TBTU, HOBt 
StfNEt, /DMF 
tf>*> 


24 


FM Q 


0.32 


ESI: (M+H)* 

704/706/708 
(Br,) 


1697 
(C=0) 




17 


Nl 


B9 


CI 


Nl-H, H0-B9- 
Cl, TBTU, HOBt 
RTI NEt 3 /THF 


53 


acOEt 
FM Q 


0.65 
0.64 


ESI: (M-H)" 

690/692/694 
(Br,) 


1714, 

1666 

(C=0) 




19 


Nl 


BIO 


CI 


N1-B6-C1, 
[l,4']tTt^'J 

^-fy -v-m 

m, TBTU, HOBt 
RV NEtj /THF 


67 


FM D 
FM Q 


0.50 
0.43 


ESI: (M+H)* 

800/802/804 
(Br,) 


1653 
(C=0) 


mm 


22 


Nl 


B13 


CI 


N1-B6-C1, \-9 

s>>-i-p 

1, TBTU, HOBt 
&tf DIEA /THF 


22 


FM Q 


0.36 


ESI: (M-H)" 

758/760/762 
(Br,); 
(M+H)* = 
760/762/764 
(Br,) 


1660 
(C=0) 


pa 



[0 17 6] 

mi o] 



CH4) 



#^2 003-5 19222 



23 


Nl 


B14 


CI 


N1-B6-C1, 4- 

•^'J ^>-l-B£ 
B£, TBTU, HOBt 
D1EA/THF 


14 


FM Q 


0.47 


ESI: (M-H)" 

813/815/817 
(Br,); 
(M+H)* = 
815/817/819 
(Br.) 


1660 
(C=0) 




25 


Nl 


B17 


CI 


N1-B6-C1, P 
8g, TBTU, HOBt 
SIFNEt 3 /THF 


100 


FM Q 


0.56 


EI: M* = 
633/635/637 
(Br,); ESI: 
(M-H)" = 
632/634/636 
(Br 2 ); 
(M+Na) + = 
656/658/660 

(Br,) 


3327 (NH, 
NH 2 ); 
1662 
(C=0) 


jgrfc B 


26 


Nl 


BIO 


C4 


N1-B6- 
C4*CF,C0 2 H, 
[1,4'] ttr^'J 

S? = ;i/ -r-» 

^, TBTU, HOBt 
NEt, /THF 


52 


FM G 
FM Q 


0.38 
0.37 


ESI : (M+H)* 
712/714/716 (Cl 2 ); 





[ 0 1 7 7 3 
[111] 



(115) <8*2 0 0 3-5 1 9 22 2 



*1 0 



Si 

ho 

No. 


N 


B 


C 


(i»# 


% 


FM 




MS 


IE [cm"'] 


r°ci 


27 


Nl 


B14 


C4 


N1-B6- 

C4»CF,C0 2 H, 4- 

(4-p<?-;v-l-e 

n& TBTU HOBt 
RTf NEt, /THF 


16 


FM G 
FM Q 


0.27 
0.26 


ESI: (M-H)" 

725/727/729 
(Cl 2 ); 




Wa nu 


30 


Nl 


B25 


CI 


N1-B24-C1* 
CF3C02H, 

[1,4'] "J 
y - ;w -r - » 

8$ TBTU HOBt 
NEt 3 /THF 


57 


FM G 


0.38 


ESI: (M-H)" 

812/814/816 
<Br 2 ); 

814/816/818 

(Br,) 


3444, 
3344 (NH, 
NH 2 ); 
1664 




31 


Nl 


B26 


CI 


N1-B6-C1* 
CF3C02H, 7xV 
'frS'lM, TBTU 
RV NEt, /THF 


46 


FM G 


0.38 


ESI: (M-H)" 

724/726/728 
(Br,); 

(M+NaV = 

748/750/752 
(Br 2 ) 


3460, 
3329 (NH, 
NH 2 ); 
1660 


$H BE 


32 


Nl 


B27 


CI 


N1-B6-C1* 
CF3C02H, 4-i> 

P P 7 x / df 
Bt&.TBTUStf 
NEt, /DMF/THF 

<l/2)fr& 


32 


FM G 


0.55 


ESI: (M-H)" 

758/760/762 
(Br 2 ); 
(M+Na) 4 = 

111* li %M § 

782/784/786 
(Br 2 ) 


3421, 
3329 (NH, 

NH 2 ); 
1660 
(C=0) 




33 


Nl 


B28 


CI 


N1-B6-C1* 
CF3C02II, 4-fc 

TBTU 

Rtf NEt, /THF 


38 


FM G 


0.51 


ESI: (M-H)" 

740/742/744 
(Br 2 ); 
(M+Na)* = 
764/766/768 
(Br 2 ) 


3446, 
3344j 
3072 (OH, 
NH, NH Z ); 
1653 
(C=0) 


9m. 



[0 17 8] 

mi 2] 



(116) 



ft$k2 003-5 19222 



ill 0<D&t% 



34 


Nl 


B29 


CI 


N1-B6-C1* 
CF3C02H,4-^D 

m, TBTU Tktf 
NEt 3 /DMF/THF 
(1/2)4><o 


51 


FM G 


0.53 


ESI: (M-H)- 

802/804/806 
(Br,); 
(M+Na) + = 
826/828/830 
1 832 (Br,) 


3329 
(NH, 
NH 2 ); 
1659 
(C=0) 




35 


Nl 


B30 


CI 


N1-B6-C1* 
CF3C02H,4->7' 

K, TBTU 


44 


FM G 


0.53 


ESI: (M-H)- 

749/751/753 
(Br 9 ): 


3481, 
3323 (NH, 
NH,); 

2216 (ar. 


mm 










NEt, /DMF/THF 
(1/2)4*6 








(M+Na) + = 


CN); 


















773/775/777 
(Br 2 ) 


1684, 

1655 

(C=0) 




36 


Nl 


B31 


CI 


N1-B6-C1* 
CF3C02H, ^> 
^[b]7^>-2- 


55 


FM G 


0.52 


ESI: (M-H)- 

734/736/738 
(Br 2 ); 


3394, 
3278 (NH, 
NH 2 ); 
1676, 












TBTU RTF NEt 3 
/THF/DMF (2/1) 








(M+Na) + = 


1660 


















758/760/762 


(0=0) 












4>?> 








(Br 2 ) 







[ 0 17 9] 
[|13] 



(117) 



0 0 1 9 2 2 2 



£1 1 



Si 

ffi 

No. 


N 


B 


C 




% 


FM 




MS 


IE [cm 1 ] 


Mp. 

VC] 


38 


Kl 


B33 


CI 


N1-B6-C1* 
CF3C02H.1H- -i 

TBTU 

%Xf Mt 3 /DMF 


40 


FH G 


0.55 


ESI: (M-H)" 

733/735/737 

(Br,); 
(M+Na)* = 
757/759/761 
(Br,) 


3377, 
3331 (NH, 
NH 2 ); 
1660 
(C=0) 




39 


Nl 


B34 


CI 


N1-B6-C1* 
CF3C02H, N- 7 

>, TBTU 
NEt,/DMF f> 


31 


FM G 


0.55 


ESI: (M-H)" 

723/725/727 
(Br,); 
(M+Na)* = 
747/749/751 
(Br,) 


3377 (NH, 
NH 2 ); 
1653 
(C=0) 




40 


Nl 


B35 


CI 


N1-B6-C1* 
CF3C02H, N-7 

>, TBTU JkXJ 
NEtj /DMFfr«b 


69 


FM G 


0.55 


ESI: (M-H)" 

737/739/741 
(Br 2 ); 
(M+Na)* = 
761/763/765 
(Br,) 


3440, 

3321 (NH, 

NH,); 

1659, 

1630 

<C=0) 




41 


Kl 


B36 


CI 


N1-B6-C1* 
CF3C02H, N-4- 

TBTU NEt, 
/DMF 5i 


36 


FM G 


0.55 


ESI: (M-H)' 
= 773/775; 

(M+Na) T = 
795/797/799 
/801 (ClBrj) 


3331 (NH, 
NH 2 ); 
1653 
(C=0) 




44 


Nl 


B40 


CI 


N1-B6-C1' 
CF3C02H, 2- +J 
'J i? > ffiWt , 
TBTU Ktf NEtj 


44 


FM G 


0.53 


ESI: (H-H) 

709/711/713 
(Br,); 
(M+H)* = 
711/713/715 
(Br,); 
(M+Na)* = 
733/735/737 
(Br,) 


3326 (NH, 
NH 2 ); 
1657 
(C=0) 


mm 



[0 18 0] 
[Si 4] 



(118) 



q$St2 003-5 19222 



51 


Nl 


B47 


CI 


N1-B6-C1 4 
CF3C02H, ^> 

m, TBTU RZF 
NEt 3 /DMF *» •=> 


90 


FM G 


0.55 


ESI: (M-H)- 
= 724; 
(M+Na) + = 
746/748/750 
(Br 2 ) 


3327 (NH, 
NH 2 ); 
1660 
(C=0) 




56 


Nl 


B53 


CI 


N1-B6-C1* 
CF3C02H, 4-(4- 

^^-;p-i-t-^ 

SSh TBTU & 
X? NEt 3 /DMF rt> 


59 


FM G 


0.38 


ESI: (M-H)- 

792/794/796 
(Br 2 ); 
(M+H) + = 
794/796/798 
(Br,) 


3452, 
3329 (NH, 
NH 2 ); 
1653 
(C=0) 




57 


Nl 


B54 


CI 


N1-B6-C1* 
CF3C02H,4-[4- 

;i/)-l-K^S? 

TBTU SO 5 
NEtj/DMF £ 


26 


FM G 


0.55 


ESI : (M+H) + = 
870/872/874 (Br 2 ); 
(M+Na)' = 892/894/896 
(Br 2 ) 



























[0181] 

m 1 5i 



(119) 



#112 0 0 3-5 1 9 222 



«1 2 



□ 

PD 

No. 


N 


B 


C 


(!S# 


% 


FM 




MS 


IE [cm"'] 


Hp. 

['C] 


58 


Nl 


B55 


CI 


N1-B6- 

Cl'CFjCO^, 

(R,S)-N 2 -(1,1- 

i/ fjfrtf -)],)- 

)i ) j ;u p 
>, TBTU, HOBt 
Stf NEtj /THF 


93 


FM G 


0.39 


I 

l 


3329 (NH, 
ffl,); 1707 
(C=0) 




61 


Nl 


B58 


CI 


N1-B56- 
C1*CF 3 C0 2 H, 
[1,4' ]Kt^U 
i?^;i/-l J -m 
m, TBTU, HOBt 
StfNEt, /THF 


50 


FM G 


0.28 


ESI: (M-H)" = 
1060/1062/ 1064 (Br 2 ); 
(M+H)* = 1062/1064/ 
1066 (Br 2 ) 




65 


Nl 


B62 


CI 


N1-B6- 
C1*CF 3 C0 3 H, 
(R s S)-3,5-^^ 
n^-N-(l,l-i; 

P^>, TBTU, 
HOBt j&U NEt 3 
/THF fr£> 


72 


FM G 


0.34 


ESI: (M-H)" 
= 1013; 
(M+Na)' = 
1037 


1653 
(C=0) 




67 


N2 


B66 


C5 


N2-B64- 

C5'CF 3 C0,H, 

[l,4']t:t:^.'J 

K, TBTU&tf 
NEtj /DMF d» £ 


28 


FM G 


0.43 


ESI: (M-H)" 

785/787/789 
(Br 2 ); 

(M+Na)* = 

809/811/813 

(Br 2 ) 


1657 
(C=0) 





[0 18 2] 
[$16] 



(120) 



^2 003-5 19222 



68 

I/O 


N2 

11 Li 


RB7 


C5 


N2-B64- 

;S|, TBTU 
St5 NEt 3 /DMF 


32 


FM G 


0.44 


ESI: (M-H) - 

780/782/784 
(Br,): 
(M+Na) + = 
804/806/808 
(Br 2 ) 


1660 
(C=0) 




69 


N2 


B68 


C5 


N2-B64- 


35 


FM D 


0.47 


ESI: (M-H)" 


1665 












CS'CF^COjH, 










(C=0) 












4- p< ^- ;i/ -l- 1: 








717/719/721 














^y y it^^t: 








(Br,); 






















(M+Na)* = 














TBTU NEt a 








741/743/745 














/DMF 








(Br 2 ) 







[0183] 

(R, S)-2- T = y -4-C4-T 5 y-3,5-y/nt7x- ;V )-l-{4-[2(2H)-^ * y -1, 3, 

4,5-7- h 7t Fn-l,3-^y y-y 7 -if tf >-3— f ;i/]-l-fci^>j v — ;v>-l,4-y ? > 

->^> h U y;v^-ng^m^Cl- No. 18) 

50 m\co f'J 7 nglgl^ 500 m"l<7)-y y on^ ^4.<7)38.0 g (O.055^;v 
)</> CR, S)-4-(4-r ?;-3, 5— y 7*o : E7x-iV )-2-[(l , 1— y ;pxf^->*;V 
* T- ;v)T 5 7 ]-l-{4-[2(2H)-* * y-1,3,4,5-^ h 9 n Kn-l,3-^> y vT^f 
k°>-3-^ y -y- ;i/}-l,4-y^ > y^ >CI. No. 17)co*^ip-B^^^ 

JUL. -ecDM^^^H^-re^W, 40<c-e5B#K^LT^<b^J±T-e^$ 
-££0 ^ft^yif^-f ;vt^t, miZML, MJ±TTi£$?s L/c<> 38 

•5 9 QmmmWS 90<DiE-fe(7)^ H a H ^#7to Rf O- 46 CFM 0)XtiO- 70 CFM D) c 

IR CKBr): 1670 CG=0) arr 1 

ESI-MS : CM+H) + = 592/594/596 CBr 2 ) 

[0 18 4] 
[117] 



(121) 



&$k2 003-5 19222 



3 



m 
ss 

Ho. 


N 


B 


C 




% 


FM 


Bf 


MS 


IE [cm" 1 ] 


Mp. [-C] 


6 


N2 


B6 


CI 


N2-B4-C1 S 
<4HCI frt> 


99 


FM Q 


0.43 


ESI: (M+H) + 
578/580/582 
(Br,) 


1653 (C=0) 


a 


59 


Nl 


B56 


CI 


N1-B55-C1 R 
U CF 3 CO z H 
/CH 2 C1 2 t> 


99 


FM G 


0.38 


ESI: (M+H) + 

854/856/858 
(Br,) 


3336 (NH, 
NH 2 ); 1676 
(C=0) 


CD 


66 


Nl 


B63 


CI 


N1-B62-C1 X 
XI CFaCO^ 
/CH 2 C1 2 ij> ib 


79 


FM G 


0.36 


ESI: (M-H)- 

909/911/913 
(Br 3 ) 


3381 (NH, 
NHj) ; 1674 
(C=0) 


CD 



[0185] 

CR,S)^-C4- T = y-3,5-->^ n ^7^-;v)-2-{{{[l,4']if n'^'J ->^;i/-l'->f 
;v}*;v 3 Kzi;v}7'^ y }-l-{4-[2(2H)-^- ^ y -1,3,4, 5-7- Ka-l,3^w 
vT-g b°>-3-^ jiO-l-e^ U v-;v}-l,4-^^ yj?# y CI. No. 21) 

1.0 g (1.414 = ^;i/)<7)CR,S)-2- T = j -4-(4- T = /-3,5->'/nt7x^Jl/ 
)_l_{4-[2(2H)-^y-l,3,4,5-^- >. ^ k p n -l, 3-^? y y"v T -if fcf >-3->f jl/]-l 
-tf'OJ v^;V}-l,4-7*^ > }. 1 ) 7 ;l^ng^jt£(I. No. 18)^^0.222 ml 

(1.6= 1; ^;w)<7) f. ij = >C0t" h 7 £ K077 >$gjjfcC50 m"l)£50 mlco 

•r YyM 7 yytp <7>0.249 g (1. 52= *) * )]/j<7)&T<7)mMm~ 40 fr&\*l-C-M 

TL, -IOC L o *<*>&£&^?£**W8Pj&*£>*&SPL 

fc7&^lH#M, iSHiaj^-c30^WtS^LT^f>0.239 g (1.420 = .J ^;v)co [1,4'] 

EI^^T^A^n? f>^77^-TfKL/;o *tJ&1-&®5-£v#^£>fr 



(122) #31 2003-5 19222 

IV = 0.48 (FM Q) 

IR (KBr): 1676 cnr 1 (G=0) 

ESI-MS : (M+H)* = 786/788/790 (Br 2 ) 

[0186] 
[|18] 



mi 4 



m 

Sh 


N 


B 


C 






FM 




MS 


IE [cm 1 ] 


Mp. 


No. 






















20 


Nl 


BU 


CI 


N1-B6-C1* CF 3 C0jH, 
CDT, 4r )V - 

/THF a»e> 


35 


FM Q 


0.3 
6 


ESI: (M+H) + 

801/803/805 
(Br 2 ) 


1660 

(C=0) 


■Fpbb 


37 


Nl 


B32 


CI 


N1-B6-C1* 
CF3C02H, 

NEt 3 /THF A» £ , 
ET 


76 


FM G 


0.3 
6 


(M+Na) + = 

709/711/713 

(Br 2 ) 


3329 

(NH, 

NH 2 ); 

1732, 

1637 

(C=0) 




43 


Nl 


B39 


CI 


N1-B6-C1* 
CF3C02H, 

N,N' -±>)l>iK~)]/i? 
b U 7* S J — )V , 2- 

NEt, /THF * £ 


38 


FM G 


0.4 
8 


ESI: (M-H)- 

710/712/714 
(Br 2 ); 
(M+Na)* = 
734/736/738 
(Br 2 ) 


3460, 

3329 

(NH, 

NH 2 ); 

1659 

(C=0) 





[0187] 

CR,S)^»-(4- T 5 y-3,5—>'7*n^-7i^jv)-2-{{[Cl-^ ^-;v-4-tf^i; 
*->]#;i/#~;v}T^ y }-i-{4-[2(2H)-^-^ v-1.3,4,5-^ fd-1,3-^> 

Vy'7-lflf >-H f H-b:^ '] y'^»H,4-7'r/ y'^ > CI- No. 24) 

2.657 ml C0.022^e;w)(7)->%^^^^^. 20 m\<oT -t h - b 'J ;n+i<7)2.4 g CO. 



(123) M2 00 3-5 1 922 2 

xf-;vx-f;u-e*#L, (R5l*aftU (fcjftLfco -<t>£)»£ 0-8 9 C1.131 
^ ';^t;u)(7>CR,S)-2-7= y^j_(4- T ^ y-3,5-->*yn^E7^-^)-l-{4-[2C2H)- 

^-^V -1,3, 4, 5-7- Kn-1,3-A' y^/VT^i. >-3->f A/]-l-tf^>J 

-1,4-7-^ ^pj 7 JV^-ng^^Jtga. No. 18), 0.175 ml <7)DIEA& o="100 ml 

, M^mttzo °- 10 9 0l^itcol2 %)<7)te-fec7)fe B a a ^#^o Rf = 0-27 CFM Q) 

o 

IR (KBr) : 1716, 1655 air 1 (C=0) 

ESI-MS : CM-H)- = 731/733/735 CBr 2 ) ; (M+JHy = 733/735/737 CBr 2 ) 
[0 18 8] 

-l-{4-[2C2H)-^- ^ y -1,3,4,5-7- h ^ k: K n -1, 3-^ > y->* T tf >-3-^ ;v]-l- 

') y - ^}-l,4-^^ y y CI- No. 28) 

246.6 mg (1.244^ i; ;v)coN,N'-^, x.;v->'^ 5 ^V— ;l/£800 mg (1.131 
^ 'J ■t^)<7)CR,S)-2- T = y-^-(4- T ^ y-3,5-y 7 x ^^H-{4-[2(2H)- 

t^fV -1,3,4, 5-7- }. Ka-1,3-/^ v*vT-tf t: >-3-vf ;p]-l-t°^?'; i/xww} 
-1,4-^-57 >y^- 1; 7 nf^jt&CI. No. 18), 2.0 ml ].ijxf ;>7 5> 
40 ml fh7tKn77 ><^^7^^« U ^ii^^MT^Hfl 
> M^#TT-5^Mti#L^o 211.5 mg C1.131= ij ^ jp)<7)90% [l,4']etf^ 

MSLfc^ 1 H-NMR, IR^t^MSn^oT#ia^it^^>o420 mg 0g^<7)50 %) 
^)|fe<0e B B H t4i|)(y^y7"ne^x-r;v)^fc o Rf 0.39 (FM G)XfiO. 



(124) 1$*2 0 0 3- 5 1 9 2 2 2 

40 CFM Q) c 

IR (KBr) : 3464, 3379, 3334 (NH, NH,); 1664, 1643 (G=0) crrr 1 

ESI-MS : CM-H)- = 741/743/745 (Br 2 ) ; (M+H) + = 743/745/747 QBr z ) 

[0189] 

CR,S)^t-(4- 7 ^ y-3,5-^ 7 'n^-7^^;v)-2-{{{2-{[l,4']-ee^iJ =J~)V-V 
-J jp}xf;vh^*-JV}7 5 y }-l-{4-[2(2H)-^^v -1,3,4, 5-x h?K Fn- 
l,3-^> -/yr-ifk' >-3-^f ;v3-l-e^ 'J y ^;v>-l,4-^ y yj- > CI- No. 29) 
51.98 mg (0.278^ i;^^)^90% [1,4'] tf ^ ij 200 mg (0.278- ij 

;w )<7) CR, S)-4-C4-7- = j -3, 5—>- 7-nt7i- ;v)-2-(2-y nnx^>7,;V*^ 
jV7 5 y )-l-{4-[2C2H)-^-^v-l,3,4,5-x h 9 t Fn-l,3-^> /y7€e >-3 
-vf ;^]-l-t:^ 1; y x.;v}-l,4--7*;$7 0.1 m"l<7> ]- >J xf ;V7 5 y&O^O 

0lf^fito24 %)^4jE^^a H t^^^t)CvM v y-°nif;v^-^;p)^#^ 0 Rf 0.3 

3 (FM G)X(i0.35 CFW 0) o 

IR CKBr): 3462, 3346, 3126 (NH, NH 2 ); 1653 (C=0) cnr 1 
ESI-MS : (M+H) + = 850/852/854 (Br 2 ) 

[0190] 

mi 9] 
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mi 5 



BO. 


N 


" B 


C 


•* 


% « 


FH 




IS 


IR [cr l ] 


Hp- [<c] 


42 


Nl 


B3Y 


CI 


N1-B38-C1, I-** 

irct, /cH,ci,frfe 


26 


FH 6 


0.61 


BSI: (M-Cl)* = 
849/851/853 
(Br,); (H+H) + = 
815/817/819 
(Br t ) 


3427 (NH, 
NH,); 1649 
(C=0) 




46 


nT~ 


B4T~ 


cT" 


N1-B38-C1, 4-(4- 
U S> > R NEt, 

/CH,C1, a^e. 


22 


fm~g 


oTfT 


ESI: (H-H) = 
802; (H+H) f = 
802/804/806 
(Br,); OMia)* 
= 824/826/828 
(Br,) 


3460, 3327 
(NH, NH,); 
1655 (C=0) 




46 


HI 


B42 


Cl 


N1-B38-C1, 4-(4- 

^v>&xr NEtj 
/CH t ci,a>£ 


9 


FN G 


0.47 


ESI : (M+H)* = 

755/797/799 

(Br,) 


1645 (C=0) 




47 


Nl 


B43 


Cl 


N1-B38-C1, 1-^^ 
IF NEt, /CfcCl,*^ 


9 


FH 6 


0.43 


ESI: (H-H)' = 
843; (H+H) + = 
843/845/847 
(Br,) 


3329 (NH, 
NH,); 1647 
(C=0) 




48 


Nl 


B44 


Cl 


N1-B3B-C1, *v*tf 
4-(4-lf^V i;- 

;tO-iB-i,4-^r-tf 

/CBtCl^c, 


9 


FH G 


0.34 


ESI : (M-H)" = 
829; (H+H)* = 
829/831/833 
(Br,) 


3329 (NH, 
NH,); 1647 | 
(C=0) 




49 


Nl 


B45 


Cl 


N1-B38-C1, l-(^ 
4-(4^h:-^U^r: 

( h y 7;i/^ni» 

& NEt } 


34 


FH G 


0.65 


ESI: (H-H)" = 
879; (H+H)* = 
879/881/883 
(Br,); (M+Na)* 
= 901/903/905 
(Br,) 


3334 (NH, 
NH,); 1653 
(C=0) 


7TTS l—i 

Vow 


50 


Nl 


B46 


Cl 


N1-B38-C1, l-(3- 
>&IF NEt, /CH,C1, 


18 


FN G 


0.31 


ESI: (H+H)* = 

886/888/890 

(Br,) 


3466, 3304 
(BH, NH,); 
1662, 1637 
(C=0) 




53 


Nl 


B50 


Cl 


N1-B38-C1,!- ^ ^ 

;v-4-[4-(^^;i/T 

t*NEt,/CB,Cl,*& 


2.2 


FH G 


0.18 


ESI: (H+H)* = 

843/845/847 

(Br,) 


3446, 3331 
(NH, NH,); 
1653 (C=0) 
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No. 


N 


B 


C 






FM 




MS 


IB [cm 1 ] 


Mp. PC] 


54 


Nl 


B51 


CI 


N1-B38-C1, 4- 
(l-t^'J V — 

^ y y ix V 

NEt 3 /CH 2 C1 2 *> 

*> 


30 


FM G 


0.30 


ESI: (M+H)* 
814/816/81 

fi (tor* \ 


3456, 3336 
(NH, NH 2 ); 
1662 (C=0) 


m&B 
mm. 


62 


Nl 


B59 


CI 


N1-B22-C1, 

4-(l-*^- 

NEt 3 
/CH 2 Cl 2 *<b 


4 


FM G 


0.55 


ESI: (M-H) 

863/865/86 
7 (Br,); 
(M+H) 4 = 
865/867/86 
9 (Br 2 ) 


3458, 3350 
(NH, NHj); 
1656 (C=0) 


mw 


63 


Nl 


B60 


CI 


N1-B22-C1, 

l-^ ^;u-4- 
(i-tr-^5-^— 

St>* NEt a 
/CH 2 Cl 2 i>>e> 


6 


FM G 


0.30 


ESI: (M+H) + 

865/867/86 
9 (Br 2 ) 


1647 (C=0) 





[0192] 

4 ^Vfu\d ;i/>T 5 J }-l-{4-[2(2H)-^- ^ y-1,3,4,5-^ h 7 t Fo-l 

,3-^>-/-y7-fe't: s /-W jt/]-l-b^ V v ^. JV>-l,4- 7 ^ >q. No. 52) 

20 ml y^nnyt^>cf3(^370 mg (0.572- ij ^e;v)<7) (R,S)-4-(4— t' 5 y-3,5- 
y 7"D^ 7 ;v)-2-Cl-^- V -2-7° tt ^ > -1-vf ;V T 5 y )-l-{4-[2(2H)-^- ^ 
V-l,3 f 4,5-x t.7t Kn-l,3-^y y'-y'Tt* tf>-3->f ;v]-l-l;^>J v-)P}-l,4 
-7*^ <h 96.256 mg (0.572=: ij ^ jy)^ [1,4'] tf U )K7> iS-^ifc £ 

170 mg Ggf&fit<7)36 %) D 
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IR (KBr): 1657 (C=0) cnr 1 

ESI : 0*fH) + = 814/816/818 (Br 2 ) 

m c <t n KWDit&m^m^ l/c 0 

[0193] 
[121] 



ai 7 



m 

No. 


N 


B 


C 






PM 


If 


MS 


IE [cm 1 ] 


Mp. PC] 


55 


Nl 


B52 


CI 


N1-B48-C1 
4-(l-y 

4- t: ^ -5 ^ n 

;i/ ) t: ^ u s; y 

/CH 8 Cl 2 ^e, 


13 






ESI: (M+H) 4 

829/831/83 
3 (Br 2 ) 


3421 (NH, 
NH 2 ); 1684 
(C=0) 




60 


Nl 


B57 


CI 


N1-B48-C1 

4-(^y f 

5. y ) s> 

>/CH 2 Cl i! ^6 


7 


FM G 


0.38 


ESI: (M+H) 4 

774/776/77 
8 (Br,) 


3331 (NH, 
NH 2 ); 1649 
(C=0) 





[0194] 

2-{[6-7 5 y-2-{{{[l,4']fe^'Jy-jV-r->f a^r-fe^^TS /)-H^y 

A*y)V]7 5 7 }-4-C4-T = y -3 , 5— y /nt7x^JP )-l-{4-[2 (2H)-^- ^ y -1. 
3,4, 5-7- fyt: Kn-1, 3-^ y y-y r -tr fc° > -3->f ;w]-l-t°^ «J *J - ;v}-l,4-y > 

CI- No. C64)) 

480 mg (0.451^ ij ^ ;w ) < t ) 4-C4- T = j -3,5--y y n * 7 ^ - ^)-2-{[2-{{{[l, 

4' y v - ;w-i'--f ;u >r -fe ;v> 7 5 y >-i-* * v -6-C7 x^jm h ^ i/ 

*^,f-j|/7^ ;K^y)^7 5 y }-l-{4-[2(2H)-^-^ v-1,3,4,5-^ 
n-1,3— ?yy-yx-tr fcf >-3->f jvl-l-l:^ y i/^.;p}-l,4-7^ y^ 25 ml 

OjUcM, 10 m1c^>48% ^ffcjjctgR/fcftK&tfO-S ml^ T ^ y - ;v<?)ig£-i££ RT 

£>*lfc£j£!&£jg8itj££ LTv^dd^ ? y/y. *y -;iV^7>^-7 (80/20/ 
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/ * * J -Si> / Wt7> s £=-T C80/20/l)) o 
IR (KBr): 3437 (NH, NH 2 ) ; 1641 (0=0) orr 1 

ESI : (MtW)* = 928/930/932 (Br 2 ); (M+Na) + = 950/952/954 (Br 2 ) 
[0195] 



1.0 mg 

^ ^ j, _ ^ 20.0 mg 

7 f- >" * "7 -b 50.0 mg 

71.0 mg 

[0 19 6] 



1 m<Dm%}tfufr&'£&-f2> RespimatC£«i8fe)iRAffl}S?fc 



§ JiTIEfifc^Sr^-r* : 

^JjKfr 1.0 mg 

Jtfrffc'* > 3 — ^ A 0-002 mg 

xf h'J^A 0.0075 mg 



(129) #^2 00 3-5 1 9 222 

[0197] 

0.1 g 

Jfrffc^h'J^A 0.18 g 

^k^O-f A 0.002 g 

US* 20.0 . ml 

[0198] 

^Mfr 1-0 mg 

0.1 % 

Wlttf* ^r* 50.0 ^ 1 

[0199] 
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0.9 mg 
0.025 mg 
0.05 mg 
0.1 ml 



[0 2 0 0 ] 

mm vi 



5 ml^fc vj 5 mgo^-^j^^^^i-^ftltffl^ 



5 mg 
250 mg 
10 mg 
250 mg 

5 ml 



T"C7> 7* JM- a|£ A i~ & o 
[0 2 0 1 ] 
; Jfc0fl VII 



20 ml ^ V) 100 mg<7)^f£!$, £ £ & ffl 



mi* 



100 mg 



= KH 2 P0 4 

= Na 2 HP0 4 . 2H 2 0 



12 mg 



2 mg 
180 mg 



C131) 
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t h Jfn.fi 7 ;v 7* 5 > 
*Ky v h 80 



50 mg 
20 mg 
20 ml 



*°y v;w^- h80, Mtf'J^A, y * y 7 a x x^y^BMc 



[0 2 0 2 ] 
gyfrgj) VIII 

10 rag^t*»® «r^"f & 3Mg|£* 



v > ^ h - )V 

t h JflLV* 7 7* ^ > 



10 mg 
300 mg 
20 mg 



*K y v — h 80 = h, ^ - > so 

v > ~ h — )V 



20 mg 
200 mg 
10 ml 



[0 2 0 3 ] 
IX 



20 m<pmfe%)M*^-t2>%iM 
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ts<&mM 20 mg 

7 ? h — 7, 120 m 9 

^tn3->f>7'> 40 mg 

*° tf K>" K 25 18 mg 



t 200 mg c 
[0 2 0 4] 

20 mg^^^g^-g-^-T^ #:/^;v 



XfT'JVSv^^v'^A 2.5 mg 



rU 



^(^M^t'fX ^m^fv^y iJ-?*frK iJ-f^)V^t: 

[0 2 0 5] 



so mg^mt^ » g -r & 

50 1119 

WMffi (JM (Adeps soTidus))ig* ;£* 1700 mg 

ftii : 



(133) #$2 0 0 3-5 1 9 22 2 

[0 2 0 6 ] 

v > r. }> — )V 50 mg 

t: h ikB 7 5 y 10 mg 
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(51)Int.CI . 7 
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